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> f^yux;!.;^.^ •> K4 ^0 J: -5 D Y 



W0 9W23775 



18 



PCT/JI>96/001S2 



•> K <C (if 0 J: -9 4' 7 3 4- •> K li ; 7 -ft h 'J A , 7 

•y -fb 'J 'i7 A /j: if O J; 9 ^<£ ^ 1^ 7 -y -ft ij^ : h ^) ZLi- )VT I 
1, 8-vT1ft->'^'o [5. 4. 0] 0>x-t> (DBU) 

flto X 0 tl^WL^mt^^^i o * S iTv O S Cl; S Jt li 

ii#0-200'C. $f*t<(igia-l 80'C;&<J:<. S 
i;t:{iiiS5^-2 4B$KTil^7-r5o ig^tt^b'^i^O{^ffl 
fl{i>fb-&i^ (B) icJ^LT^*;ui^±. $F*L<(i^*;P 
2 <g t ;U A< J; o 

fb-^ife (C) =^^Vvit^m\z^-rzt\ZX'^Xt'^^R 
(la) ^S!jt-r'5Ct;&<T§So ^ho^bd^ ^ 

l^Si^b-^ifeo - ^D<b{cffll,^bn'5-ja56^J:fir}^;5<jiffi$n. 
^mnommm.iiit^m (c) i^sn^tLTisieiii 

tc^li^Jx.lf^®?{:'fb'^«fe (C) ^^^o•rsci{I«koT^T 

it^^ (1 a) ^ii7UtSCi{:«fcO<b^«te (1 b) ^ 
If S :: i ;&< -c ^ S o 

^^S't'x St. XX. iglbxX (I I) l^^fflc^Sjt 
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6 ^ X 7 ;^ - - y ;U , 6 ^ - H ( P t - C ) ^ y< ^ ry 

^-mm (p d - c) m'^mi^-fzmnm7tmf)<mif iotiio 

R'i)<7l(.mm^r$>i^t^i^ (1 d) li, it^m (1 b) 

^isi-^^^-rz z. t\z X i) . ynf^-^K ^ ^ ifk^ (1 b) 

in tK ^ ^ (i , ii ^ o to 7jc ^ s crwi ffl ^ ti -5 S ic: ^ # 

^ J - )[^^ X ^ y - , 7" D /N» y - ;u 4' i' O J: -5 /i T ;u 3 - 
S X x h 7 t K D 7 7 > . pj- + -9- > /j: © 9 /j: jL - 
X ;!/ ^ ^ T -tr h > , ^ ^ -'U i ^ ;l/ y h > /a t' © J; 9 /j: >y !> 

>S> 5^S?^©^«S^X{i::n^>©ri^7§i^4'TtTt)n'5o 

^^^mt^m (1 c ) ^ -5 4!) © 7 ;U 4^ yu-fk S 0 (i . 

Tyu + yPSlcJitiit^-r <5 7 ;i/ + ;Hiig®r, 7 + ;i/ a - 
K\ 7 ^ y D $ K ^ © 7 + yKk i^J ^ , $f ^ L < 

K®f:»-hU'>A,^K:^i;.:7A^©j^S©|^:ST, N. N 
- V ^ ^ ;^ ;u A 7 ^ K . N - y ^ ;U t" D U K > 1^ © ^ }B[ 

^iS-i 5 ox:ss©zSjgT'ft^ife (1 b) isrc;$ 
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i z t izn r) t i}<X' ^ Z o t tz^ ^ (0 T ju ^ jU'it^z 
•^tz±v , e^-H, y< ^ ry I, 

>'Hb 5 IS s ii t& 0 7 ^ >' S © 7 i/ ^1: (r ffi c > b ti -5 ffi :t 
© S irwc ck 0 ^T -9 c i T § . ^ m M o 7 '> S {: 

s -r 5 7 •> ;u ^ D 'J h' xitmm7}im t <t^<^ ( i b ) ^ 

^l:>^L/>. ^'dd;^;ua, HJg<t:^^> :?DDA:>Hf> 

X ;l/ ^ X 7 -t h h ij yu , N . N - V ^ ^ ;u ;p A 7 « 

V > f 3 ij > , N . N - V y ^ ;U T X 'j > , N - y f- ;U 
^ ^l^^ V > . -y / ^ JIT i > . i ^ ;U 7 $ > , ^ ^ ^ 

-7 0-10 0'C-CSS$-lt5Ci{:j;f), ^Zi^Ut^ms 

fl^. ( 1 ) ^ R';5<7 W ST* 5 fb^Jl^Ji, R = 

TfiuieSJD^fT^CiCJlOft'&J^Cla). (lb). 
(1 c ) Xii (Id) i L/c^. ^m^- a Y >]M^^T i 
itt Z z t iz J: X i (D t L^^o 

'ft^'fe (1 b) ii^:ir<D:^mizji^xh'^^-t?> 

Z t i}<X ^ 6 o 
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R^x R\ R\ L\ Z'l^U AltmBtm tl^^^^^-t 

fiP^> mtS.(0^t^^ (A) lZ:t Jl h X JUm (H) 

(D) i7x-U>v^T$>0(K) i^lg^, mit^it 
i Z t IZ J: -0 X <t^^ (L) iL. ^C^TTWiS^S;^ 
^m-t Z t \Z ^ t) ^t^^ (lb) *?§SC<i:;&<T^So 

-^^^ (A) i)-i^<t^<^ (C) 5lc:«t:(^^®^fi|:{Ci 

7 $ y S ( ^ {c T •> ;u s , 3^7 ;u t Y yi/ S ) o fljfc St 
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(N) (0) 



^/T^L. R\ R\ R\ R^ R", Z'SO-AiiHU 

'^mi'^xT i y iti- i z tiz ^ fo (0) ;iiM#^n-5„ 

*SS{ix ^>-t?>^ h;l/x>^ +>'^>?:i(ifO«t9/,f 

/ )l ^-^ )V L> T I K X y ^ ;u X ;u + •> H\ N - ^ ^ ;i/ 
f D >J K > 4* i: O <t ^ 4' 1^ D h > €1 ?g J« ; 7 -tr f> x 
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h U -'P > f u V > ^ o ^ S ft^ S ^ 4 ;t 4* t> ^ ifil 4' s 'Z- 

^ ic 0 l; T aft m iSfij . ;i ^ :^ h 'J A . ^ K ^ •> -^7 

A , ^ 7lC ^ :^ h U A , h U i ^ T $ > . 1 , 8 - 

T-lft"i/^p [5. 4. 0] •t'>x-tr> (DBU) 

-48^ $f*L<{il 0^-24^ pa T'*So -fb-g-^fe 

Z*-H©i^fflfi(i{b^<^ (N) KMLxm^e )V\>J.±., 

L < ^ ;u - 5 <g * i -r "5 © <*: o x R ' 3!)< >'U 

(x=g3) -fis^ (1) T^t) $ n -5 {b^^feO 9 ^ X R' 
;!)-< ;!7 ;u + •> iS^S-C * >5 ^b-g-Jfe li . 0"] ;i Jgi T o S 0 5t 

R6 0 R6 0 



^^^L> R'> R'. R'x R'x R*. R'. ASO'ZliHtjIfi 

■tflt>^. it^m (Q) (i^b-^*^ (P) II /^ D Xb-^ 
ife R'" - ^ g£t: $ -li- 5 C <!: IC J: o T ^# ^ tl 5 o C C T 




(P) 



(Q) 
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ti m t LX ii^ K> -\f y ^ h ;u i > «i: ® i 9 /j: 
5S=§St^fl:zK^S ; / ly > ^ a a ji^ a t o ^ 

9 )V 7. )i ^ i/ t£ t' 0 ^ r> ^^0:f a h > ni^i^^mm 

X ;U 7 ^ > . V >f 7 y □ t: ;U i ^ ;l/ 7 ^ > , i> ^ □ ^ 
+ ->;U7i>. DBU. i^gf^hU-^^A, ^g?:^<J'>2., 
7jc 15 :^ h U "^7 A /j: <i: 0 J: 9 4' *l S 14 1^ O :^ T {C ^T 

4 b 4' ^^ 7 ^ y S . = y S . t K a 4^ •> s , y ;U :^ y h 
© T- nif t^ ^^ 4' 5 © -C <i: < . 5^ K > 7 W «| . 

^M<^ it^o ^m-c m-^ m ^ tiT mi!><mm ^ n i o 

1) J. Heterocyclic Chem. 22, 
1 0 3 3 ( 1 9 8 5 ) 

2) Liebigs Ann. Chem. 29 (1987) 

3) J. Med. Chem. 31. 991 (1988) 

4) J. Org. Chem. 35. 930 (1970) 
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5) #§§Bg62-24 654 1-^4:^18 

6) #I^Bg6 2 - 26272-t^|g 

7) #|gBg6 3-1 4 5268-^4>|g 

8) J. Med. Chem. 29. 2363 (1986) 

9) J. Fluorin Chem. 28. 361 (1985) 
1 0) #§^8363-1 98664-t^$g 

1 1 ) #§^Bg 63-264461 ^(i:n 

12)2^^8863-104974 

1 3) 0:;N^#^alg|^2 3 0 9 4 8-t^^ 

14) #|g:sj^2-282384-t^$g 

15) #a¥3-502452-ti>fS 

16) J. Het. Chem. 27. 1609 (1990) 

mm^nzo mm. ^ ^ x . ^(db. mm 

suit $n -So 

^^^Mit^m (1) xii^<D^it. mmmtLx. mm. 
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i> mm mm m^<^o;>mmTmmm At 6 z t iz ^ o 

fz -^x it~^iz^^B^^t^^=^'j^fi < t imoy^n^n^ 
^M. mA.ii 7. J3 - 7. . fimxiix ^ /o tmmt ^ o 
z (ommat fzM"^ ommitiz :i3 \.^x^fiia^^mm^^(D 
i^i]ao^Mm:tiimRm a. \i x t- r ^) > ^ ^ 

A^) ^ffll,^T^J;l^o :^r-t;U^J. IflJ S A ^ij © ^ 
M{:> ^®^J * ffl c> T ^) ^ i> o H^fijSU^JtL^JJC 

^FiJ > ^ ^ ^ iS S j^ij > i/ D -y y j^ij S O' X ^flj ^ If 

t>n5o z>T-mn.^^n\zijii\yix . ^^^izitn'^m 

mA.\immn. ?L <b X S S 3^J . /j: ic -B- !Nc . iH S O' # 
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< Itmm'y y iJ' * ^ W L T T t> J: t^ o 

$tl**<.-jig(C^AT-B^O*<jO. l-lOOOmg 
/kg.#{:*tlO. 5-100mg/kg*<if^Ll^o* 
/c. flfrMlcJiOc:®— BS^2~4|a]ir^tiJLTtJ-^f-5 
C <!: T ^ -5 o 

t * ^ C n iz fig ^ $ n -5 O T li l,^ , 

C # # 1) 

J^^'yU 7-^DD-6-7;U;!-D-l. 4-vtKD 
-4-;r+V-l - (2. 4. 6-hU7yU;i-D7x^7l.) 
-1. 8-:^7f■'J•:;^>-3-:^:7;^;^f+i/^-h: 

2-(2. 6-v?^DD-5-7;U;i-p^=7^ 
y>r;U) - 3- ih4-'>T^'JU-|s6. 40g©hy|.jL 
>?$sSl0ml-^7lc^T> 2. 4. 6-h^)7Jl.tDT- 
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39ml0h>'^x>^g^5ml*?gTL^^^&T 
L ^ V X ^ X - -r ;U T iJfe , x ^ ;p 2, 

;^7 = yT^y^-^^^|/ro c©x^;u2. 

D-5-7;U:*-DX3f-y>r;U-3 - (2. 4, 6-hU 
y t a y :t. - T i y ) 7^'Jl/-h2. Og©N. N 
-xy^;U7j.;UAT^ K (9ml) ^ ^Wt V ^ I. 0 . 

6 3 g ^ta^mux' 9 0 ^mmni tzo Rmm^7i^7inz& 

it : 1 5 8 - 1 6 0 
'HNMR (CDC 1,) 6 ; 

1- 41 (t. J=7Hz. 3H). 4. 42 (q. 
J = 7Hz. 2H). 6. 92-7. 06 (m. 2H). 
8. 48 (d. J=llHz. IH). 8. 49 (s. 
1 H ) 
( # % ^'J 2 ] 

7xx;U)-6-7;U;^-o-l. 4--:^tKD-4-;J- + 
V-1. 8-:^•75"Uv>-3-:^;^;^-+>.^-^: 
2 - DD - 4 - 7>'l/:tP7xU 
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li : 1 7 7 - 1 7 8 r 
■HNMRCCDCl,) 6 ; 

1- 41 (t. J=7Hz. 3H). 4. 41 (q. 
J=7Hz. 2H). 7. 23(dd. J=3Hz. 
8Hz. IH), 7. 36-7. 51 (m. 2H). 
8. 49 (d. J = 7Hz. IH). 8. 49 (s. 
1 H) 

^ ^ Jl^ 1- (2-i^aa-4-yjlyi-ayj^^jU) - 

y ^) > - 3 - ^ i/ ly - \> : 

J^f-^U 2 - (2. 4. 5 - h y Jl^ t a K> V Jl^) 
-3-ih + vT^UL/-h 2. 46gCD^'na;fwUi. 
^iSl3ml'X7)c?#T> 2-:5'nn-4-7;U;i-DTJ::'; 
>1. 2ml0^nn;J;;l.Agi^5ml^^iTL^ ^i&T 

mL, vx^>'^i~f•;^•r^5fec>^ j^f-yu 2 - (2. 4. 
5-hij7;U;j-p/<>y^;l.) - 3- (2-^nu-4- 

2 - ( 2 . 4 . 5 - h U 7 ;k ^ a K > ^/ yf ju) - 3- 
(2-:^'nD-4-7;U>}-n7x — ;l/T^y) t^'JU- 
H3. OOgON. N - 'J M i- JlA 7 i mm I 5 m \ 

^^mtiv<y2.i. 0 3 g ^mA.Mi^'c 9 0 ji^mmnifzo 

•>'j:f-;Ui-x;U-C25fet^2. 7 4g0^i^^k>g'^^;S.^§/c„ 
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14 4* : m^mif^m^B 

at * : 2 2 0 t: 
'HNMR (CDC 1,) 6 ; 

1. 40 (t. J=7Hz, 3H). 4. 39 (q. 
J=7Hz. 2H). 6. 54 (dd. J=6Hz. 
llHz, IH). 7. 46 (dd, J=3Hz. 
7Hz, IH). 7. 56 (dd. J = 5Hz. 9Hz, 
IH). 7. 50-7. 64 (m. 2H). 8. 25 
-8. 38 (m. IH), 8. 34 (s. IH) 
C # % 4 ] 

jcf-;u 7-^ap-l - (4-^VD-2-7Jlta 
7x-;U)-6-7;U;t-n-l. 4-vbKo-4-;^ + 
y-1. 8-:^7^>J>'>-3-7:7;b*'+->l/-h: 

4 - ^ DD - 2 - 7;l/^DT-U >«:fflt^/cl3 7&^(l#% 

&t«i : m^^^ 

iU * : 2 1 6 - 2 1 8 
'HNMR(CDC1,) 5: 

1. 41 (t. J=7Hz, 3H). 4. 40 (q. 
J=7Hz, 2H). 7. 34-7. 45 (m. 3H) 
8. 47 (d. J=9Hz. IH). 8. 55 (s, 
1 H ) 

7-^DD-6-7;U:i-D-l - (4-7 
D-2-y^;l/7x-;l/)-l. 4->?tKD-4-;i- + 
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y-1. 6 - i- y V 'J y - 3 - fj ^ -y u - h : 
4 - 7 ;U ;t D - 2 - > 5^ ;U 7 - U > * ffi l> (5 *^ li # % 

i^ik : m^n^ 

ilt*:199-200'C 
•HNMR (CDC 1,) 6 ; 

1. 40 (t. J=7Hz. 3H). 2. 06 (s. 
3H). 4. 41 (q. J=7Hz, 2H). 7. 
05-7. 17 (m. 2H). 7. 23 (d. J= 
5Hz. IH), 8. 48 (d. J = 7Hz. IH). 
8 . 5 1 ( s , 1 H ) 

Jl - (2. 4-v7;U;ta-5- 

— f^o^x — - 6- 7;U^D-i, 4-v^tKp-4 

- t ^ V - 1 . s - i- y i- i; > - 3 - ij ji ^ i/ u - h : 

7_-}.OD-l - (2. 4-v7;U;*-d7x^ 
- 6- 7;U7t-D-4-:t+7-l, 4-v?tKo-l, 
8-:»-7f-«Jv>-3-7!7;U:f:+i/U-h2. 00g-&8ml 
02gi^ij?lc^ID;i^ 7K?#Tit^$L/.i;!)^t>6 0 OmgOS^if/? 
U'>A^iJ.^g-roilD^/wo ^ST3 0^P^JtJ$LT-hD 
^k^^T^ii-x ot>-ci 5 Om 1 O^oDT^yUAi 1 0 Om 1 

t T i« ISi . X y - ;i/ , V :f o f X - -f ;u o 111 II gfe 
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oT> 2. 0 B g <DmB<tit<^^mfZo 

U.^. :256-257^ 
■HNMRCCDCls) S ; 

1- 41 (t. J=7Hz. 3H), 4. 42 (d. 
J=7Hz. lH).7.37(t.J = 9Hz. 
IH). 8. 35 (t. J=7Hz. IH). 8. 
49 (d. J=7Hz. IH). 8. 54 (s. IH) 

7-^aD-6-7Jlta-l - (2. 4 - y jl t a 
-5-^hP7x-;l/) -1, 4-->'hKo-4-;t-4^y 
-1. B - ± y i- ^) > - 3 - ij JUt^ : 

7-^DD-i - (2. 4--:?7;U:J-n7x^;i/) - 6 
-7;U:4-D-4-:t+V-l. 4-v^hKD-l, 8-:f- 
7^U->'>-3-;^;U;H>K6. 0g^25mlO2gBiiK 

SC?#L. 2 0 0 g0 7K7K{lilD^-B^feKSL/Co tffai«^^Z!g 
IDi^ s^StKx x^y-yu, V f D t' JV j:. - 7^ jl-^f^ ^ 
/cOt,®^L. 6. 4 g 0^ie{t^!fe;^||/c„ 

: m^ni^ 

M!^, : 262-265t (^S?) 
'HNMR (CDC 1,) 5 ; 

8. 15 (t. J=llHz. IH). 8. 79 (d. 
J=7Hz. IH). 8. 86 (t. J = 8Hz. 
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IH). 9. 17 (S. IH) 

1- (2. 4-x7;l/:to-5--hD7x^;P) - 6. 

1- (2. 4-v;7 7U;fP7x-7l/) - 6. 7--:;7;U 
4--:?tKo-4-;!r4-y-4-yU>-3_^ 
J\y^^>m4 g ^mmWt 4 Om 1 {Cj&D^. l^Witf U 

<!: ^ ^l o 

ll.^^ : > 2 7 0 r 
'HNMR (CDC I3) 5 ; 

7. 70 (dd. J=6Hz. 12Hz. IH). 
8- 21 (t. J=llHz. IH). 8. 36 (t. 
J = 9Hz. IH). 8. 93 (t. J = 8Hz. 
IH). 9. 10 (s. IH) 

i^mm 4 ) 

^i- 1- (2. 4-i;7;l':*-n-5--hD7xr. 
) - 6 . 7 - 7 ;i- p - 1 . 4 - V t K o - 4 - 4- 

V - + y 1; > - 3 - 7^ >!, ;J{ ^ 1^ _ ^ . 

1- (2. 4-v7;l/;i-D-5-j:ihD7x-;U) - 6. 
7-->'7;l/;fo-l, 4 - 'J \L KD-4-;t^V- + yU 
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> - 3 - Jl ^i". > m 4. 2g^v^^Duxr$'>40ml 
izM^. tK T X ^itt ^-f ^) JU 7 g Lfzo MT^^ 

: mn^n^ 

il! * : 1 6 5 - 1 7 3 

'HNMR(d6-DMS0)5; 

2. 74 (t. J=7Hz. 3H), 4. 37 (q. 
J=7Hz. 2H). 7. 47 (dd. J = 10Hz. 
llHz. IH). 8. 11-8. 24 (m. 2H). 
8. 72 (s, IH). 8. 93 (t. J=9Hz. 
1 H) 

[mmm 5) 

1- (2, 4-i>yjltD-5--hnyj.^ji) - 6. 
7. 8-h';7;l/:tD-l, 4--:?hKu-4-;f4^7- 
+ yU>-3-:^;^;^'>g^: 

1- (2, 4-v?7;U;*-D7x-;U) - 6, 7, 8-h 
'j7;U;fD-l, 4-'>'t Ko-4-;t + V- + y "J >- 
3-:^;U;K>©l. 7g^giiiltg?10mMC]!n]^.m@?^ 

7K X X ^ y - ;U , X ^ ;u X - X ;u -c i5fe ^ L /I o 1 . 
7 g © 61 E ft ife ^ ^# /I o 
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: 

Mi*: 245-255'C 
'HNMR(d.-DMS0)5; 

8. 17 (t. J = 10Hz, IH). 8. 26 (t. 
J=9Hz. IH). 8. 97 (s. IH). 9. 
00 (t. J=8Hz. IH) 

1- (2. 4-'yy)ltn-5--]^nyj^- 
)\^) - 6. 7, 8-h'j7;L';i-D-l. 4-vhKD-4 

1- (2. 4-v7;l/:tD-5-^hD7x^;U) - 6. 
7, 8-hiJ7;U:tD-l, 4-vtKD-4-::r+7- 

+ y > - 3 - ^ > ®f ^- ffl l,^ {3 (i H }g ^sj 4 i 1^ # 

* : 2 1 0 - 2 1 7 t: 
'HNMR(d6-DMSO)<5; 

1. 27 (t. J = 7Hz. 3H). 4. 26 (q. 

J = 7Hz, 2H). 8. 07 (t. J = llHz. 

IH), 8. 16 (t, J=10Hz. IH). 8. 

64 (s. IH). 9. 00 (t. J=8Hz. IH) 

+ V-1- (2. 3. 4-h>j7;l/;rD-5--hD7x 
- -1. 8 - i- y 'J > - 3 - :f3 yf^ > ^ : 
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7-^'PD-6-7;U3j-D-l, 4-vhKo-4-:t" 
^y_l_ (2, 3, 4-hU7>'U:4-a7i-;U) -1. 
S -i-y i-^) i/ > - 3 - iJ J\y^> >Wi8 9 Omg ^M^Wt 10ml 

U/ciH*:^i«^ x:J^y-;U, v x ^ x - x ;U T 

li.^. : 2 1 6 - 2 2 1 
10 'HNMR(d6-DMS0)5: 

8. 72-8. 84 (m. 2H). 9. 11 (s. 
1 H ) 

15 -4-^ + V- l- (2. 3. 4-h^)7J\ytn-5-^ 
hP7x->'I/) -1. 8-:^7f-Uv^>-3-^>'U;t?+v 
U - h : 

7_^pn_6-7;U:*-D-l. 4-vtKD-4-:t 
+ V-1- (2, 3. 4-h'J7;U:to-5--hD7i 
20 - ;U ) - 1 . 8 - :^ 7 5^ U V > - 3 - * > ®? ^ ffi 
15 ^ il «?IJ 4 i # Jw U T ^ E «^ ^ # o 
'HNMR (CDC I3) 6 ; 

1. 41 (t. J=7Hz. 3H). 4. 42 (q. 
J = 7Hz, 2H). 8. 18-8. 26 (m. IH). 
25 8.59(d. J=8Hz.lH).8.54Cs. 



wo 96/23775 



37 



PCT/JP96A)0152 



1 H ) 

6 . 7-'Jyjl:ta-l. 4 - v h K d - 4 - 4^ V - 
1- (2. 3, 4-hVyj\^ta-5--\>viyj:J=.j\,) 

6. 7-v^7/l/^D-l, 4--:^tKP-4-:t+V- 
l-(2, 3, 4-h>j7yU:^-P7ir.;I/)- + yij>_ 
3-:>^;U;t;>®^8 3 Omg^SSSg?! Om 1 IZ^tL, mm 
ti ^) ^ Ul 1 Omg^^^L-:5ol/D;i, 1 0 OrT'S BF^^ 

7 0 0 m g OMi^<b^^^*^|/Co 

ilil*:>215'C(^)i?) 
'HNMR (de-DMSO) <5 ; 

7. 76 (dd, J=6Hz. llHz. IH). 

8. 37 (t. J=9Hz. IH). 8. 85 (t. 
J=6Hz. IH). 9. 07 (s. IH) 

0 ] 

x^;!' 6, 7--:;7;utp-i, 4--:^bKo-4- 

t dr V - I - (2. 3, 4-h'J7;U;fD-5-xhD7 
x^;U) - + y U>-3-:^;U I/ - h : 

6. 7--:;7;U;tD-l. 4-vtKo-4-;i-+v- 
1- (2, 3. 4-MJ7;P;fD-5-x^D7iX;U) 
- ^ y U > - 3 - 7!7 ^'l/ Jf: > @f ^ ffl i> /: 13 (i H 4 t 
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It .d?, : 1 0 6 - 1 1 5 
'HNMR(CDC1,)5; 

1. 27 (t. J=7Hz. 3H). 4. 24 (q. 
J=7Hz, 2H). 7. 53 (dd. J=6Hz, 
llHz. IH). 8. 16 (t. J=10Hz. 
IH). 8. 69 (s. IH). 8. 83 (t. J 
= 8 H z . 1 H ) 

immmi n 

(2. 4. 6-h'J7;U^D-3~- 
h a y jL s. jV) -1, 8-:^7^'Jv;'>-3-?^7-'^^■+v 
1/ - h : 

xf-;l/ 7-^DU-6-7;l/:tD-l. 4^v;tKD 
-4-;f^V-l - (2, 4. 6-h'j7;Uj}-D7x~;U) 

-1, 8-:^7^Uv>-3-;:7;^5^<+•>^-^^ffll^/c 
13 *Mi n is 1 i ^ {c t T ^ le {t: ^ !fe ^ 0 

St : 1 7 7 - 1 8 4 
•HNMRCCDCl,) 6 

1. 42 (t. J=7Hz. 3H). 4. 43 (q. 
J=7Hz.2H). 7. 24 (t, J=llHz. 
2H). 8. 49 (s. IH). 8. 50 (d. J= 
1 0 H z . 1 H ) 
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D-4-;r+V-l. ^ - ± ^ ^) y > - ^ - ij ^ 
L/ - h : 

ife*:237-242t:(^S?) 
'HNMRCCDCl,) 5; 

1. 41 (t. J=7H2. 3H). 4. 40 (q. 
J=7Hz. 2H). 7. 62 (d. J=10Hz. 
IH). 8. 19 (d. J=8H2. IH). 8. 
50 (d. J=8Hz. IH). 8. 55 (s. IH) 

immm 1 3 ] 

JU 1- (2-^Da-4-7yl/;j-n-5-^hD 
7xx;u) - 6, 7-'Jyjl^tTD-l, 4-vtKD-4 
- + 7 + y ij > - 3 - :j!7 ;l/ ;^' + 1/ - h : 

xf-;l/ 1- (2-^ou-4-yjutvyj,s.ji) - 
6. 7-v'7;U;*-D-l, 4-vtKD-4-:t + y + y 
•J > - 3 - * ;u :^* + V u - h ^ ffi ^ {5 (i nji 1 i (=1 

: ^Hfetf^^^B^B 
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Si : 2 1 6 - 2 1 9 ^ 
'HNMR(CDCl3)(5; 

1. 41 (t. J=7H2. 3H). 4. 40 (q. 
J = 7Hz. 2H), 6. 53 (dd. J = 6Hz. 
12Hz. IH). 7. 77 (d. J=llHz. 
IH). 8. 32 (s. IH). 8. 26-8. 35 
(m. IH). 8. 40 (d. J=7Hz. IH) 

immm 1 4 ) 

i^yU 7-:J^DD-l - (4-^PD-2-7;U^D 
-5-— hD7x — ;U) - 6- 7;l/;t-u-l, 4--:>bK 
o-4-;r + V- l. 8-:^7f-Uv>-3-5^;U;}; + v 
U - h : 

7-^PD-i - (4-:7DP-2-7yt/:i-D 
7x-;U) - 6- yjVto-l, 4--:;tKD-4-;j- + 
V-1, 8-:>-7^Uv;>-3-;!7;^;^^+i/L/-|^*ffiC^ 
/c (5 ^^ ^M^J 1 <!: I^^{C LT^E<b^i^^t#/io 

ife."^, : 2 1 9 - 2 2 1 
'HNMR (CDC I3) 6 ; 

1- 41 (t. J=7Hz. 3H). 4. 40 (q. 
J=7Hz. 2H). 7. 62 (d. J=10Hz. 
IH). 8. 19 (d, J=8Hz. IH). 8. 
50 (d. J=8Hz. IH). 8. 55 (s. IH) 

mmm 1 5 ) 

7-^'DP-6-7;P;j-D-l - (4-7;U;t- 
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°-2->f-;U-5-^hD7iJi;l/) - i, 4 - i; 

0-4-yt^y-l, ^ ' ± y ^ ^) if ly - Z - ij ^ 
U- - h : 

xf-;u l-i7z3v-Q-y)Vtv-l - ( 4 - 7 JU t 
u-2-;<f^;U7x-;l/) -1. 4-vhKD-4-:t + 
V-1. 8-:f-7f^>jv^>-3-7!7>'^;K+f^L.-fs;^^C> 

St 2 1 5 - 2 1 6 t 
'HNMR (CDC 1,) «5 ; 

1 . 4 1 ( t . J = 7 H z . 3 H) . 2 . 19 ( s . 
IH). 4. 43 (q. J=7H2. 2H). 7. 
41 (d. J=8H2. IH). 8. 11 (d. J 
= 7Hz. 1H). 8. 50 (s. IH). 8. 52 
(d. J=8Hz. IH) 



C H Jfe fi»J 1 


6 ] 














i ^ ;u 


1 - 


( 3 - 7 W - 4 . 


6 


- 7 JUt 0 


7 






>'i') - 7 - 


^ p 
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. 4 - v; fc K 


D 




4 


- t ^ V - 


1 . 


S - i- 7 t ^ 'J > - 3 




■ ij Jl/ :f. 1/ 




h 




i 5^ ;u 


7 - 


^DD-6-7;l/;f 


D 


- 1 - ( 2 . 


4 






7 /I/ ;t D - 


5 - 


-=.hD7i^;U) - 


1 


. 4 - t K 


D 




4 


- + y - 


1 . 


8-:>-7f-Uv^>- 


3 


- ;l/ 4^ V 









• Og^280mg®10%/N-7v^>!7A i i {C . 
Oml®i;i5^nD>:Jr>^ 30ml©i^/-;U^ 2ml 
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2m 1 'SrtQA.XUETizmmLfZo mMtZ 8 Om 1 <D ^7 a 

X ^ / - ;U , V? -r V r n e ;U X - X ;U © jig I- ^ ^ -j; ^ 

Si*. : 208-2 1 0^ 
'HNMR (de-DMSO) 5 ; 

1. 27 (t, J=7Hz. 3H). 4. 24 (q. 
J=7H2. 2H), 7. 11 (t. J=8H2. 
IH). 7. 47 (t, J=10H2. IH), 8. 
53 (d. J = 8H2. IH). 8. 71 (s. IH) 

i^mm 1 7 ) 

1- (3-TW-4. 6 - 'J y JU t a y J. SI ju) -7 
-^aa-6-7Jlta-l, 4-vhKD-4-;i-4^v 
- 1 . 8 - 7 ^ 'J > - 3 - :^ > : 

xf-;u 1- (3-7W-4. 6-->-7>'U;tP7xx 
;U) - 7- ^ai3-6-7Jl^tu-l, 4-v^tKP-4 
-:t+V-l. 8-:h7^'Ji;>-3-7:7>'U;Jf+i^l/-h 
0. 6 g C 3 ^^^K-I^SfMi^^ 4 m 1 ^iD^v 2 1^ ^ 
iliSSSUy^o 3 m 1 0^@7jc^3!lD;t T 5 ^r^^g^jft L 
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Si * : > 2 7 0 'C 
'HNMR (de-DMSO) 6 ; 

5. 46 (s, 2H). 7. 00 (t. J=8Hz. 
IH). 7. 43 (t, J=10H2. IH). 8. 
76 (d. J=8Hz. IH), 8. 97 (s. IH) 

immm 1 8 ] 

1- (3-TW-4, 6-v=7;U;fD7x^ 
J\^) - 6. 7-->'7;U;rD-l. 4-vhKn-4-;j- + 
V - 4^ y U > - 3 - ;!7 + •> U - h : 

J^i- 1- (2. 4-v?7;l/:^-D-5--ho7x~ 
^l') - 6. 7-v7;U;*-D-l. 4-vtKD-4-;i-4- 
V-4-yV>-3-?^7;U^ + ->U-h3. 7g-^gtg?60ml 
i^i^BL. 1 0 V -t^ A^S 4 0 0 m g ^tl^ 7|c 

^^ffl^T. ^^ST 2 B relUJ^f^ L/Co ^ >7'5 >7 - 

ll.^: 1 98-205t 
'HNMR (de-DMSO) <5 ; 

1. 28 (t. J=7H2. 3H). 4. 23 (q. 

J=7Hz.2H).5.52(s.2H).7. 

01 (t. J=9H2. IH). 7. 19 (dd. 

J=6Hz, lOHz. IH). 8. 14 (t. J 
=9H2.1H).8.54(s.lH) 
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immm i 9 ] 

1- (3-7iy-4, 6-v?7;l/;fD7x-;l/) - 6. 

x^/p 1- (3-Tiy-4. 6--:;7;i/:j-o7x- 

>'U)-6. 7--:;7;U:tD-l. 4-Ot:KD-4-;*-4^ 
V- + y'J>-3-:^;l/;f:+>'l/~hlg;^g^g^8ml. 

as ."^ : > 2 7 0 ^ 
'HNMR (de-DMSO) 6 ; 

7. 14 (t. J=9Hz, IH). 7. 47 (dd. 
J=6Hz. lOHz. IH). 7. 54 (t. J 
=10Hz. IH). 8. 34 (t. J=10Hz. 
IH). 8. 89 (s. IH) 

i^mm2 0 ) 

^i- )l 1- (3-7;y-4. 6-v*7>/l/;J-p7xX 
f^) - 6 . 7 . 8 - h >J 7 ;U ;f D - 1 . 4 - V t K P - 4 
-^ + V- 4^y "J >-3-?^;P;^'4-->L/ - H : 

xf-;l/ 1- (2, 4-v^7;l/;i-D-5-xhD7iX 
>'^ ) - 6 . 7 . 8 - h 'J 7 ;P ;i- D - 1 , 4 - t K d - 4 
-;f + y- + y';>-3-^;u+:+v/U-S2. 2g^y 
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^ y - 2 0 m 1 . mWi 50mK v'^DDX:^>lOml 
izmmb. 1 0 %^N' 7 -^7 2 0 0 m g ^jD;i o 7j< 

^JD;ix @i*:*a8SJL. ^ i- Ji^ ^ - JVC ikif b fz o 1. 
1 2 g ® ^fe^b'^«fe^?#/Co 

§6 * : 1 8 7 - 1 9 6 X: 
'HNMR (d«-DMSO) 6 ; 

1. 28 (t. J=7Hz. 3H). 4. 22 (q. 
J=7Hz. 2H), 5. 49 (s, 2H). 7. 
11 (t. J=8Hz. IH). 7. 42 (t. J 
=10Hz. IH). 8. 05 (t. J=10Hz. 
1 H) . 8 . 4 6 ( s . 1 H) 

1- (3-7$y-4, 6 - 'J y JUt a y J, jl) - 6. 
7. 8-hU7;l':i-p-l, 4--:;tKD-4-;J- + y- 

xf^^U 1- (3-T = y- 4. 6-x7;U>j-D7x^ 
-'l') - 6. 7. 8-hVyjUto-l, 4->?tKp-4 
- Jt- + 7 - + y i; > - 3 - :^ ;u + •> b - h ^ m fz li 

ammm I 9 tmmiz Lxmm<t^<&'^^fzo 

IHl.^. : 256-261^ 
'HNMR (de-DMSO) 6 ; 
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7. 15-7. 30 (m. IH). 7. 49 (t. 
J=10Hz. IH). 8. 25 (t. J=8Hz. 
IH). 8. 77 (s. IH) 

l-(3-TW-4.5.6-h';7yU:to 
7x — - 7- ^'DD-6-7;L';*-D-i, 
D-4-:t+y-l. 8 - i- y ^ ^) > - S - ij Jl :ii ^ iy 
]y - b : 

xf-;i/ 7-^PD-6-7;l';fD-l, 4-vhKo 
-4-t^V-l - (2. 3. 4-Hi;7;U;J-p-5-- 
hD7x-;l/) -1. 8 - ± 7 i- i) 'J > - 3 - ij J]y :n ^ -> 
l'-b7 80mg^/^y-jl5m\^ mWt 1 0 m \ izm 
mt. 1 0 96^7 v'-t^ A^^8 0 m g^ira^^o 7K^^ffl 
. Mf^V — mmWbfZo ^>7'-7>7^;U:J'-TjttjK 

Sf^^iifljJL^ •:^x^>'Ui-x>'UTgfe^L/we 2 0 0mg 

il4*:1 65-1 74*C(^)i?) 
'HNMR (ds-DMSO) <5 ; 

1. 29 (t. J = 7Hz. 3H). 4. 26 (q. 
J=7H2, 2H). 5. 82 (s, 2H). 8. 
55 (d. J=8Hz. IH). 8. 75 (s, IH) 

1- (3-7$/-4. 5, 6-h'J7yl'5t-D7x-;l/) 
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-7-^^Do-6-7;U;rD-l. 4_-:;tKD-4-;i- 
^ V - 1 , 8 - :f 7 ^ 'J > - 3 - /7 > : 

- (3-T^y-4. 5. 
i — - 7- ^nD-6-7 7l/;fo-l, 4-v;hKD 
-4-:t+V-l, 8 - i- y i- ^} if > - 3 - ij jU^.Ji^ u - 
K600mg«-y:J'y-;U30ml,g^®10ml, 

O ^ 12 ^ ^ ^# o 

Mj^, : > 2 4 2 V i^U) 
'HNMR (d«-DMSO) 6 ; 

6. 87 (t. J=5Hz. IH), 7. 76 (d. 
J=8Hz. IH). 9. 02 (s. IH) 

^nmm 2 4 ] 

^^Jl^ 1- (3-T^y-4. 5. 6 - h V y Jl7t a 
y J. -jl) - 6. 7 -/J y a - 1 , 4-vt:KD-4 
-:t + v- + yU>-3-:;l7;l,;jf4.,;,l^_,, . 

^ 6 . 7 - y ju t u - 1 , 4 - v t K D - 4 - 
^+V-1- (2, 3. 4-hVyjU7tv-5--]>ziy 
x^^U) - 4-y'j>-3-^;U;K+.>U-|.280mg^ 
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i^mmL. 1 0 % ^ 'y I. mm 3 0 m g ^ m A. fz o 7i(.m 
#ffl^Ts m^^T-fi^mwbfzo > y ^ > y >( ju ^ - v 

1JQ:L. vxf-yUi-xyU-Cgfe^ L/Co 2 0 0 m g 

at : 1 1 6 - 1 2 4 X: 
'HNMR (de-DMSO) 6 ; 

1. 27 (t, J=7H2. 3H). 4. 22 (q. 

J=7Hz. 2H). 5. 85 (s. 2H). 6. 

83 (t. J=8Hz. IH). 7. 42 (dd. 

J=6Hz. 12Hz. IH), 8. 13 (t. J 

=10Hz, IH). 8. 60 (s. IH) 

immm 2 5 ) 

1- (3-7^y-4. 5. 6-hU7;U;J-D7x-;U) 
-6, 7-v7;U:to-l, 4-vhKo-4-;f+v- 
+ /'J>-3-^;U;Ji>gf: 

l-(3-T$y-4.5.6-h'J7;U:rP 

7iX;U) - 6, 7->?7;l';fD-l. 4-xtKo-4 

- :t + V - + y ij > - 3 - ;!7 ;U + •> p - h ^ ffl t> (5 

li^ife«SJ2 3 tmmiz LXi^^it^!^^ntZo 

at : > 2 1 1 t ( ^ ) 
'HNMR (d«-DMSO) S ; 



wo 96/23775 



49 



PCT/JP96W01S2 



5. 9 1 (b r s. 2H) . 6. 8 6 (t. J = 7Hz. 
IH). 7. 68 (dd. J=7H2. llHz. 
IH). 8. 34 (t. J=9Hz. IH), 8. 
9 4 ( s . 1 H ) 

tmmm2 6 ) 

^i'Ji^ 1- (3 - T I J - 2 , 4. 6-h'J7;U;to 
7x-;U) - 7- ^OD-6-7;U:t-D-l, 4_.;;tK 

o-4-;t + V- l. 8-:^7^'J':;>-3-7:7;U:K+>' 
b - h : 

J^^^^'l- 1- (2. 4. 6-hU7;l/;ra-3-j:.ho 
7ij:^;l/) - 7- ^'DP-6-7;^3^D-l, 4-vbK 

8 - :^ 7 f- 'J v; > - 3 - 7!7 4- v 
1^ - ^ C^ /c (f *v(i^iS^»J 1 6 t (^^ {C L T^iSfb-^Jfe 

'HNMR(CDCl3)<5; 

1 . 4 0 ( t . J = 7 H z . 3 H) . 4 . 4 0 (q. 
J=7Hz. 2H). 6. 83-7. 04 (br. 

2 H) . 7. 2 2 - 7. 3 5 ( m . 1 H) . 8. 48 
(d. J=8Hz. IH). 8. 50 (s. IH) 

l-(3-T$y-2. 4. 6-^•j7;^;i-D7x^;^) 
-7-:^nD-6-7;l/;i-D-l, 4-v^tKD-4-:^ 
+ 7-1. 8-:^7f^';•:^>-3-7!7;^:^'>gf: 

i^^U l-(3-T$y-2.4.6-MJ7yP;*-D 
7xJi;U) - 7- :5'DD-6-7;U:tD-l, 4-->'tK 
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St*, : 222-228V 
'HNMR (d,-DMSO) 6 ; 

7. 44 (t. J = llHz. IH). 8. 77 Cd. 
J=8Hz. IH), 9. 21 (s, IH) 
[ HJS 0IJ 2 8 3 

i^^^P 1- (S-Tiy-6-i7an-4-yjUta 
y J. — )]/) - 7- ^Dn-6-7;U;j-D-l, 4-v;hK 
D-4-;i-+V-l. 8-:f-7f^Uv>-3-5^;U 
b - h : 

y ji — Jl) - 7- ^un-6-yjUytvi-l, 4_.;^tK 
n-4-;J-4-V-l. 8-:>-7^»Jv;>-3-7:7yl^;^' + i> 
- > ^ffi l> /c (f ^N{i^i|«?IJ 1 6 t L T^iSIl:-^!^ 

M.^, : 206-208^ 
'HNMR (CDC 1 ,) <5 ; 

1- 41 (t. J=7Hz. 3H). 4. 40 (q. 
J=7Hz. 2H). 6. 86 (d. J=8Hz. 
IH). 7. 26 (d. J=lIHz. IH). 8. 
48 (d. J=8Hz. IH). 8. 49 (s. IH) 
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1- (3-7$y-6-:^DD-4-7;U;i-o7x-;U) 
-7-:}'DD-6-7;l/^D-l, 4-vtKD--4-:^- 
^ y - 1 , S - i- y i- ^} i; ly - 3 - ij ji . 

o-4-;J-+V-l. 8-:>-7^-J-:;>-3-^;l/:J{+i. 

14.^. : 265-267'C 
' H N M R ( ds - D M S 0 ) 5 ; 

5. 81 (s. 2H). 7. 07 (d. J = 8Hz. 
IH). 7. 52 (d. J=llHz. IH). 8. 76 
(d. J=7Hz. IH). 8. 93 (s. IH) 

mmm 3 0 : 

x^yu l-(3-7$y-6-i5^DD-4-7;l.:fD 
7x->rl.) - 6. 7-i^yjlto-l, 4-v^tKD-4 

- ^ ^ y - ^ y ^) > - 3 ~ jl i, I, ^ 1^ , 

^i-Jl l-(6-^DD-4-7;U;i-D-3--f.p 
7x^;U) - 6. 7-v7;b;to-l. 4-vtKD-4 

- 'J- + y - + y 'J > - 3 - ^ ;U ;K + •> U - h ;^ ffi C^ ;!)> 

'HNMR(CDCl,)d; 

1 . 3 9 ( t . J = 7 H 2 . 3 H) . 4 . 3 8 ( q . 
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J=7Hz. 2H). 6. 65 (dd. J=5Hz. 
12Hz. IH). 6. 91 (d. J = 9Hz. IH). 
7. 31 (d. J = llHz, IH). 8. 28 (q. 
J = 9Hz. 16Hz, IH). 8. 35 (s. IH) 

1- (3-T$y-6-:J7DD-4-7;l/:tD7x->'U) 

- 6 . 7 - V 7 ;U □ - 1 . 4 - V t K D - 4 - + 7 - 
^ y ^) > - 3 - ij Ji^^> >Wi : 

xf-;U 1- (3-7iJ-6-^vn-4-7Jlta 
7x-;U) - 6. 7-v7;U;t-D-l. 4-vtKD-4 

- + V - + / U > - 3 - 7!7 ;U + •> 1/ - h ^ ffl l> /H3 ;&> 

14 * : > 2 7 0 
'HNMR (de-DMSO) <5 ; 

5. 91 (brs. IH). 7. 08 (d. J = 8Hz. 
IH). 7. 34 (dd. J=7Hz, llHz. 
IH). 7. 59 (d. J=12Hz. IH). 8. 
35 (t. J=llHz. IH). 8. 83 (s. 
1 H ) 

s.'J' 1- (3-7^y-4-^oP-6-7>'U:tD 

7x-;U) - 7- ^DD-6-7;i/:tP-l, 4-vhK 
D-4-;t- + 7- l, 8-:^7^U-:^>-3-:^;l/;i-:4--> 
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8 - i- y ^ ^) > - 3 - t Jit:^ •> u - 

mi*: 200-202^ 
'HNMR (CDC I3) 6 : 

1. 40 (t. J=7Hz. 3H), 4. 40 (q, 
J=7Hz. 2H). 6. 82 (d. J = 7Hz, 
IH). 7. 29 (d. J=llHz. IH). 8. 
47 (d. J = 8Hz. IH), 8. 55 (s, IH) 

( H ««J 3 3 ) 

1~ (3-7^y-4-:^PD-6-7;l/;*-D7x^;l/) 
-7-i7DD-6-:7yU:tP-l. 4-v;bKD-4->f 
+ y - 1 . 8 - 7 ^ >; V > - 3 - :^ ;l/ > : 

l-(3-TW-4-^?DD-6-7>»U:tP 
7x-;l/) - 7-^Dn-6-7;U;fD-l. 4_.>'tK 
o-4-;i-+y-l. 8-:>-7^';i;>-3-^;l.:i-:+.> 
l^-Nl. OOg^S^Kl 0ml. 10ml, 
V' ^ D n JL ^ > 2 0 m 1 L . StSf 2 0 m McS® $ 

•ti-Zcl 0%.N-^v^^A^mi 3 2mg*^D;t. tK^^^T. 
-BJ6JtJ^ L /Co 7 A^^;^. ^ > 7- 7 > 7 ;U ^ - T 

2«igL;5jftC10%7KKfl::HhijOA^3!ja;i. ^'DP;fWl. 

^-cmiULfzo ^^m^^m^ik. ^i^^g^t. sf^-^-zt. 
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life * : > 2 7 0 
'HNMR(de-DMSO)d: 

5. 76 (br, 2H). 7. 03 (d. J = 9Hz. 
IH), 7. 57 (d. J=10Hz. IH). 8. 
78 (d. J=8H2, IH). 9. 00 (s. IH) 

mmrns 4) 

o - 4 - :t ^ V - 1 , 8 - i- y ^ V > - 3 - i7 J\y ^ 
U - h : 

1- {4-yjU:i-u-2-/'f-jl-3-— bn 

D-4-31- + V-1. 8--^7^u-:;>-3-:^ 

it * : 2 1 2 - 2 1 3 X: 
'HNMR (C D C 1,) 6 ; 

1- 41 (t. J=7Hz. 3H). 1. 91 (s. 
3H). 3. 79-3. 96 (br. 2H). 4. 
40 (q. J=7H2. 2H). 6. 70 (d. J 
=8Hz. IH). 7. 02 (d, J=llHz. 
IH). 8. 50 (d. J=llHz. IH). 8. 
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5 0 ( s . 1 H ) 

7xr.;l/) - 7- :J'PD-6-7;l/;i-D-l, 4_,;;tK 
D - 4 - 4- V - 1 . 8 - :h 7 5^ > - 3 - ;J( + .> 
1^ - H ^ffit^/;(3;&^^i^^£^J 1 7 i |^ # |i L T ^ ^ ife 
* f# o 

It,^. : 274-279'C 
'HNMR (de-DMSO) 5; 

1- 84 (S.3H). 6. 95 (d. J=8Hz. 
1 H) . 7. 19 (d. J = 1 2 H z. 1 H) . 8. 
7 5 (d. J =8Hz. 1 H) . 8. 7 9 (s. 1 H) 

^^JU 7-i^DD-l-(2.4-->'7;U;tD-5-:n 
i Jl^T i ^ y ^jl) _6-7;U:tD-l. 4--;tK 
D - 4 - ^ + V - 1 , 8 - :h 7 f- U > - 3 - 717 ;U + .> 

x^;b 7-^np-6-7;l/:^D-l - (2. 4 - 
7;U:tn-5-^hn7i^;U) -4-;j-4-v-i. 4- 
8-:h7f-.;i;>-3-7!7;U;}£^.>U-,. 
3. 5g^28 0mg©l 096 vN'5v^'>A^^<i:ci:t>{c. 
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2Oml0v^nDy:J'>, 10ml©i«g?, 0. 3ml 

, X ^ y - ;U , i> >r V y □ b' X - X yKD Jl {C iJfe o T . 
2.65 g ©^fSfk^i^^lf/^o 

It * : > 2 7 0 r 
'HNMR (ds-DMSO) <y ; 

1. 28 (t. J=7Hz. 3H). 4. 25 (q. 
J = 7Hz. 2H), 7. 77 (dd. J = 10Hz. 
llHz. IH). 8. 35 (s. IH), 8. 45 
(t. J = 8Hz. IH). 8. 54 (d. J = 8Hz. 
IH). 8. 77 (s. IH) 

7-^DP-l - (2. 4 - y J\yt n - 5 - i ji 
'7lJyj.-)\^)-^--j)\^i^xi-\, 4--:;tKD-4 
8-:^7^'J'x>-3-^;^;^'>S?; 

1- (3-T^y-4. 6-->'7;U;4-D7xx;l/) - 7 
-:J^DD-6-7;U;t-D-4-;f+7-l. 4--:;tKD 
-1. 8-:>-7f^Ui^>-3-:^;l/:h'>K4 65mg*lml 
®jiK<w^j&NL> 0. 2 g (DJS7jcg^K^]!n]^T 6 0 1 
^Hii^L/Co ^ffT(cS|gtajUr2m 1 0x^y-;u 
^SDX.T6 0'CT2^r^it|$L;to ^tti^^iUDj. x^y- 
X 7 :^ n h' ;U X - X ;U © IllC ^ o T . 4 5 0 m g O 
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Hi * : > 2 7 0 "C 

'HNMR(de-DMS0)<5; 

3. 46 (brs. IH). 7. 78 (dd. J= 
lOHz. llHz. IH). 8. 35 (s. IH). 
8. 50 (t. J=8Hz. IH). 8. 76 (d. 
J=8Hz. IH). 9. 08 (s. IH) 
immMS 8) 

if-;U 7-^DD-l - (2. 4-v7yP7j-D-5- 
Jl^ i Jl^ / ^ JU 7 i >f y x - JU) - 6- 7;U;i-D-l, 4 

-'U'fC + •> U - h : 

7-i?DD-i - (2. 4-'>'7;P;tD-5- 
'^ .'U ; ;L' T = y 7 i ^ ;l/ ) - Q- yjvtu-\, 4 - x t 
KD-4-;j-4-V-l. 8-:^7^<Jv^>-3-;:7;U;}f + 
•> U - h 5 0 0 m g ^ 5 0 0 m g 0;^®?7!7 'J , 1. 5g 
(^3^it/f-)i'tt\>\Z2. 5mlON. N-v/^;U:t; 
>'l' A T i K in ;i 5 0 T- 1 It It t o A 0 m \ o 9 
DP*;UA, 1 5 0 m 1 0^|g7ic^SD^ T^jB[ L W^l^ 
ifTKBfiS^-T •> A T^ii^MET<C2g^g L . ^ifl«^^ 
^ ^ J - )\^\z^^Lxm^L . JL ^ y - jl, v^vyot' 
;U jc - X IHIJC gfe ^ X ^ 4 5 5 m g © ^lE ft ^ij^J ^ # o 

It * : 2 6 4 - 2 6 7 *C 
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'HNMR (CDC la) 6 ; 

1. 41 (t. J = 7H2. 3H). 3. 34 (s. 
3H). 4. 42 (q. J=7Hz. 2H). 7. 
27 (t, J=10H2. IH). 7. 3 9 (t. 
J=7Hz. IH). 8. 35 (s. IH). 8. 
49 (d. J=7H2. IH). 8. 56 (s. IH) 

immi^i 3 9 ) 

4-v7>'U:tD7x — ;U) - 7- ^DD-6-'7;U:to- 
1 . 4 - V t K D - 4 - + y - 1 , 8 - :^ 7 ^ 'J v > - 
3 - ^ ;U + •> U - h : 

N - (t-7'^ + >':^;Pt:-;U) - 2. 6-v7>'U;tD 
-3-xhPT-'J>2. Og*20ml©y^y-;U4», 

0 . 2 g © 1 0 96 ^N'7 i;^ A]^^^ffll^TM^gT 3 B Pb^tK 
^^Ira L/Co ft!l!ld^*^SSiJ L/c©^. m^^^Ott 0 . 5mmol 
/ml©x^;l/2 - (2' 6' -v^DD-5-7;U:tD 
- 3 f- y ) - 3 - i h + •> - 7 ^ «j 1/ - h ^ ^ *^ L 
'J^t}a/^><Dfgi^2 Om 1 i:JPx./-o - ©^§?K'^i^£E 
Tlzm^imi^iZ. 2. 5 g ©li7K^®?7!7 U A i 1 0 m 1 
©N. N-->'yf^yU;i-. ;l/AT^ K^]!lD;lT9 0'CT3 0^ 
W.WLtZo -tl^&?^L> 100ml©^Do;}->;UX.i4 0 0ml 
©^StK^-AD^T^^^ -:>C^-C^DD;^ 4 0 0ml 

©IftSTKT 2 UliSfe^ t ^7KiSiigf7 -t; A -c^i^ 

^MEETirSISbx 1 m 1 <D y - jl^ ^ Ija ^ r WiWi I fz o 
5 0g©•>•Jy7'^^;^^fflt^T^Dvh^cftL 
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ti^ M ^ ^7 o a A - n a jj-^ Jl I, : / ^ y ~ jl = T ^ 5 ; 

m.^, : 1 2 8 - 1 3 1 r 
'HNMR(CDCl3)(5: 

1- 40 (t. J=7Hz. 3H), 1. 51 (s. 
9H).4.40(q.J=7Hz.2H).6. 
11 (s. IH). 7. 16 (t. J=llHz. 
IH). 7. 30 (t. J=7Hz. IH). 8. 
48 (d. J=7Hz. IH). 8. 54 (s, IH) 

mmm 4 0 ] 

1- (3-7iy-2. 4-i^7;l/;J-P7x^yl/) - 7 
-^aD-6-7;U:i-D-l, 4-vtKD-4-;r+v 
-1. 8-^-7^ U>'>-3-*yU;}<>®?: 

1- (3-t-7'h + ->^/l/;f::i.;UTcy_2, 

4- v7;i/;J-D7x^;U) - 7- ^pp-6-7;l/;i-D- 
1 . 4 - V t K D - 4 - ^ 7 - 1 , 8 - :^ 7 f- U V > - 

5- i^yU;^^^/^ - h 5 0 0mg^8m I (D 3 M^^Wl t 

mmommiztu^x. 3. sv^mmnuammmbtzo lemi 

0^®7jc^in^T 1 O^F^Jnfljln^L/cO^&J^L/Co 8 0ml 
Oi^PDtwPA, 10ml©^S7K^j!rax.T^^gL. :;'p 
p;*; ;UAl;t2^£ET{r^«SL/;o Vr^^^ :r. ^ j - )l \Z ^ 
tfc L T Zi 3? L . jc y - ;u , i'' >r 7 p f ;U jl - x ;|/ © jig 
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St,^. : 244-248^ (^M) 
'HNMR(CDCl3)5: 

4. 04 (s. IH). 6. 64 (dt. J = 5Hz. 
8Hz. IH). 7. 02 (ddd. J=2Hz. 
8Hz. lOHz. IH). 8. 52 (d, J = 7Hz. 
IH), 8. 87 (s, IH) 

immm4 n 

1- (3-^>y-r;u7W-4. 6-v7;utP7x 

— ^U) - 7- ^nu-6-7;U^D-l, 4-vhKp- 
4-;r + y- l. S - i- y f- f) 'J > - 3 - >m : 

1- (3-7$y-4. 6-v7>>U;tD7x-;U) - 7 
-^'OD-6-7;l/:tD-4-:t4-V-l, 4-vtKD 
-1. 8-:^75^';•>•>-3-:?:7;^:^-:>i^310mg^220mg 
O M tK $ B # i i C 9 2 0 m g © N . N - y ^ ;u 
^UAT^KCto;^^ 7 0t-C2BtH, lOOVVZ^m^ 
m^L/Co 5Oml0^DD;J;yUA^ ISOmlO^STfc 
^^ra^T^^L^ o a JU A m =^ M 7iiB,Wi -7 y ^ •/ ry 

x;b0jliici5feo T. 1 8 4 m g ©)^E<l:'g-«^*?#/Co 

lij^. :260-263'C: 

'HNMR (de-DMSO) 6 ; 

7. 53-7. 68 (m. 3H). 7. 80 (t. 
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J = 10Hz. IH). 7. 98 (d. J = 8Hz. 
2H). 8. 11 (t. J=7Hz. IH). 9. 
09 (s. IH). 10. 40 (s. IH) 

mmm 4 2 r 

1-^x3X2-1- (2, 4-v7;l/;fD-5- 

D-4-;J-^-V-l, 8-:H7^>ji?>-3-*;U;i?4--> 
U - h : 

1- (5-7iy~2. 4-->'7;U:tP7x- 
;U) - 7- ^DP-6-7;U;i-D-4-;*-4-V-l, 4- 
t K D - 1 . 8 - :^ 7 f- 'J > - 3 - :^ ;U + .> U - h 
5OOmg^lOOmg03796:^;^TU><i:t^>c, 10ml 
01. 2~'J^uus.ity, 5m\0/^j-ji, 0. 5ml 
®i^®?©SiKJCjD;l> 0. 0 8g©l O^^N'^v^r^^i^i^^. 
^ffll>T7jc^j^ilD L/C (1 emm) o )l!l!^^^iSlJL/c0t.. 
ZlljK^itET{C2g^L> 5 0 m I <D XD a jl A iz 

>^ ^) . ^ISfb^ife^l 5 Omg^^§/c„ 

ife*: 226-231*C 
■HNMRCCDCU) 5; 

1. 41 (t. J = 7Hz. 3H). 2. 89 (s. 
3H). 4. 41 (q. J=7Hz. 2H). 6. 
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64 (t. J=7Hz. IH). 7. 02 (dd. 
J=9Hz, llHz. IH). 8. 47 (d. J 
=7Hz. IH). 8. 59 (s. IH) 

7-i7au-l - (2. 4-':^yjUtn-5-/^jl^T 
I J y 3. — JV) - 6- 7;l/;J-D-l, 4-v?tKD-4- 
^+7-1. 8-:>-7f-'Jv>-3-:^yU;K>g?: 

x^;U 7-:J^DD-l - (2. 4-v7;U;rD-5- 
^'f-^UT^y-Tx-;!/) - 6- 7;U;*-D-4-;i- + v- 
1 . 4 - V t K D - 1 , 8 - :^ 7 'j > - 3 - 5^7 ;U .-K + 
•>lx-hl50mg*lmlO3 ^g^i^S^ i f^Sf O ( 1 : 

1. v/v) {cto^LT. 2^mmnmn:mm.Lfzo smi 

V >r V □ f yl/ X - -f ;U O Ji {r ?5fe o T 7 0 m g CD ^ IB -fk 
«^ * # o 
tit*t : Hfei^B^B 
It,^. : 250-252X: 
'HNMR (de-DMSO) d ; 

2. 69 (d. J=5Hz. 3H). 5. 90 (brs. 

IH). 7. 01 (t. J=8Hz. IH). 7. 

46 (t. J=llHz. IH). 8. 76 (d. 

J=8Hz.lH).8. 99 (s. IH) 
i%mm4 A) 

xf-;l/ 1- (2. A-'y7)Vtu-b-/i-)V7ij 
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7x^;l/)-6, 7-'Jyjutn-l, 4->^hKn-4 
- t ^ V - ^ y V > - 3 - ij JU ^ •> ly - \> : 

1- (3 - T i y - 4 , e - if y jut a y :l - 
^U) - 6, 7-i^yjl.ta-l, 4-i;th^n-4-t^ 
V - + y 'J > - 3 - 4^ •> u - h ^ ffl t^ /• |2 *n {i H 

ll!fe.^:208-216'C 

'HNMR Cd.-DMSO) 5 ; 

1. 28 (t. J=7Hz. 3H). 2. 72 (d. 

J=4Hz. 3H). 4. 23 (q. J=7Hz. 

2H). 5. 94-6. 04 (m. IH), 7. 04 

(t. J=8H2. IH). 7. 19 (dd. J= 

4Hz, 10 Hz. IH). 7. 52 (t. J = 10Hz. 

^H). 8- 14 (t. J=10Hz. IH), 8. 
5 5 ( s . 1 H ) 

i^mm 4 5 ) 

1- (2. 4-i;7;U:<-p-5-yf^;UT$y7x-;U) 
-6. 7-v?7;l';*-D-l, 4-v>'tKo-4-;i- + V- 
+ y';>-3-;^;l/;Jf>K: 

^ ^ 1 - ( 2 . 4 - 7 ;P :i- D - 5 - y ^ T = y 

7x.=.;P)-6. 7-v;7;l';t-D~l, 4-v^tKD-4 
- :t + y - 4^ y ,j > - 3 - ^ ;U ;K + •> u - h ^ ^ t^ 13 ;&^ 
<i^iS«»J4 3t|^^{iLT^fe<l:^Jfe;^^|/c^ 

144^ : m^^^ 
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ai! * : > 1 6 4 ( ^ )i? ) 
'HNMR (de-DMSO) <5 ; 

2. 71 (s. 3H).6. 01 (brs. IH). 
7. 05 (t. J = 8Hz. IH). 7. 39-7. 
51 (m. IH). 7. 53 (t. J=10Hz. 
IH). 8. 34 (t. J=9Hz. IH). 8. 
9 0 ( s . 1 H ) 

immm 4 e ) 

6-v7;l/;i-p7i-;U) - 6- 7;i/;i-p-l, 4-vh 
KD-4-:t+V-l. 8-^-7^ >JC?>-3-5:7;l/;i; + 
•> - h : 

X5^;U 1- (3_7?y_4^ 6-i^7;l/:tD7x- 
^U) - 7- i^an-e-yjUtu-4-t^V-l, 4- 

t K u - 1 , 8 - :^ 7 U > - 3 - /7 ;U ;fC + V U - h 
500mg^500mg©37%;f->;Uv'J>,i:<i:fc{w, 1 Oml 
Ol. 2-v>^DDX:$'>, 5mloy:^'y-;l., 0. 5ml 
05^K0^^irlJD-jL> 0. 0 8g©10%/N'7v>'i7A^^ 
^fflt^TT/c^g^tra ( 6 4 l^r^) o ftifeJt^agSlJ L/C® 

14.^. : 1 5 8 - 1 6 3 t 
■HNMR (CDC 1,) 6 ; 

1. 41 (t. J=7Hz. 3H). 2. 88 (s. 
6H). 4. 41 (q. J=7Hz. 2H). 6. 
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85 (t, J=7H2. IH). 7. 04 (dd. 
J=9Hz. 12Hz. IH). 8. 47 (d, J 
=7Hz. IH). 8. 57 (s. IH) 
( H m «»J 4 7 ) 

- (3-v^>^ T ; / - 4 . 6 - 7 
;U^D-7x::i;l/) - 6- 7;U;i-D-i, 4-v?tKo- 
4-;t-+V-l. 8-:^7^U•:;>-3-?:7y^;^f>K: 

4 6 r f# /cx^;l/ 7-:i^DD-l-(3-.>'^ 
^>'I^TW-4. 6-i^7yl/;fD7x-;U) - 6- 7;l.:t 
D-4-;f + V- l. 4-v^tKD-l, 8 -i- y ^ 

<i:l^®fOigj^ (1 : 1, v/v) {C Jo X. T . 2I^F^mj^ilD 

55- tfe L T 5^ L s jc ^ y - ;u ^ V 7 7" D e ;P X - 7^ 
T 2 9 5 m g ©lilSfk^!^;^^^/.^ 

li.^. :244-2470'C 
'HNMR (d.-DMS0) (5 ; 

2 • 7 9 ( s . 6 H) . 7. 4 1 ( t . J = 8 H z . 
IH). 7. 57 (dd, J=10Hz. 13Hz. 
IH). 8. 77 (d. J=8Hz. IH). 9. 
0 4 ( s . 1 H ) 

- [(3S) - 3- T$yfDU-:;>-l-.f;u] _6_ 
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y Jl^ :t o - I . 4-vhKD-4-;}-+v-l, 8 - i- y 
^ U V? > - 3 - ^ ;U ;K > K : 

1- (3-T^/-4, 6-v7;U:^-D7i-;U) - 7 
-C^oD-e-yjltD-A-t^V-l, 4-vbKP 
-1. 8-:h75^U-:^>-3-:?f7^l/+:>g?1300mg, 
(3S) - 3- T = yfDiJv;>600mg, HUjl^vu 
T$>1 000mg^6500mg©N. N--:^";<^;l/;f, 
Jl^l^T i b'lZlJQA.. 9 OtT 1 ^r^!t}$L/Co 2 5ml 

^^W.. :^ ^ J - -< V D f ;U X - X yl/ © Hi ^ o 

14 10mg(D^|5<k^ife^|#/;o 

: mn^n^ 

16.^. : 260-266'C (^«?) 
'HNMR(ds-DMS0)(5; 

1 . 8 1 (m. 1 H) . 2 . 0 6 (m. 1 H) . 5 . 
36 (brs. 2H). 6. 97 (t, J=8Hz. 
IH). 7. 35 (t. J=10Hz. IH). 8. 
06 (d. J=13Hz. IH). 8. 69 (s. 
1 H ) 

immmA 9 ) 

1- (3-7^^-4. 6-->'7;U;J-D7x-;l/) - 7 
- [(3S) - 3- Tiyt'D';->'>-l-^';u] - 6- 
7;U:tD-l. 4-':;tKD-4->f+V-l. 8-:^7 
5^ U > - 3 - ^7 ;U ;fC> K M; X ^ 7 i > : 

1- (3-T^y-4, Q-'Jy)\^7tu7j.^ji) - 7 
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-1. 8-^-7^ >J-::;>-3-*;U;K>gf220mg. (3S) 
- 3 ~ 7 = y t' a V > • nmmm 2 1 0 m g . SC^ h 'J 
if-;U7$>400mg^l000mg©N. N-v>f^ 

T^yp® Jljcgfeo T> 2 2 0 m g ©^fsrb^j^^^f 

: mm^i^^ 

ife.^:245-249r(^jj?) 
'HNMR (de-DMSO) 6 ; 

1 . 0 6 ( t . J = 7 H z . 9 H) . 1 . 6 6 ( m . 
lH).1.92(m. lH).3.44(q.J 
= 7H2. 6H). 5. 35 (s. 2H). 6. 96 
(t. J = 8Hz. IH) . 7. 35 (t. J = l OHz. 
IH). 8. 02 (d, J=13Hz. IH). 8. 
6 6 ( s , 1 H ) 

^ ~ (3-T$ y-4. 6-x7;l/;i-D7xx;U) - 7 

- [(3S) - 3- Tiyt'piJ->'>-l-^;l.] - 6- 
7;U;fD-l, 4--:;tKD-4-:*-+V-l. 8-:h7 

1- (3-TW-4. 6-v7yl';fD7xx;U) - 7 

- [(3S) - 3- T^ytfoUv>-i-^;U] _6_ 
y Jit a ~ 1 , 4-vhKD-4-;*-+v-l. 8-:>-7 
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^ 'J > - 3 - ij Jl^^^ >m 1 0 0 m g ^ 2 . 5ml06S 

It*: 246-250'C (^1?) 
'HNMR (ds-DMSO) (5 ; 

2. 09 (m. IH), 2. 22 (m. IH). 7. 

03(brt,lH).7. 39(t.J = 10Hz. 
1 H) . 8. 12 (d. J = 1 2 H z, 1 H) . 8. 
30 (brs. 2H). 8. 72 (s. IH) 

1- (3-7iy-2, 4-v^7;U;J-D7x-yU) - 7 

- [ (3S) - 3- 7^yh'pV->'>-l-^;l/] - 6- 
7;U;i-D-4-;d-+V-l, 4-v^tKD-l. 8-:»-7 
^ U > - 3 - ;^ > li ®5 : 

1- (3-7iy-2. 4-v7;U;t-o7x-;U) - 7 

- [(3S) - 3- Tiyt°uUv/'>-l-^;U] - 6- 
7 ;U ;i- D-4-;}-^v-i, 4->'tKD-l, 8-:^7 
^ > > - 3 - ij J]y > m 2 0 0 m g ^ 18Sf200mg'$- 
1 L/c^. ii5'y->'U 2 0 0mg^ilD;tT. 9 0 

^ ^ 2 ^mwrnrnmi . mn^^^mm. 



W0 9«23775 



69 



PCT/JP96/00IS2 



M.^, : 223-226^ 
'HNMR (de-DMSO) 6 ; 

1. 75 (m. IH). 2. 00 (m. IH). 5. 
3 6 ( s . 2 H) . 6 . 9 6 ( t . J = 8 H z . 1 H) . 
7. 3 5 ( t . J = 1 1 H z. 1 H) . 8. 0 4 (d. 
J=12Hz. IH). 8. 26 (s. IH). 9. 
6 8 ( s , 1 H ) 

immm 5 2 ) 

1- (3-Ti>'-2. 4 - 'J y jl^ 7t a y ji ju ) - 7 

- [ (3S) - 3- TWl^piJv?>-l-^;U] - 6- 

4 - t a - I , 8 - i- y 
^} 'J > - 3 - ij jU > ^ p - h ;l/ i > X ;l/ :J; > ^ Ig : 
^ ~ (3-7$y-2. 4-iyyjUtayj.^ji,) - 7 

- [(3S) - 3- 7$yfD'j->'>-i-^;U] - 6- 
yjl:i-a-4-t^V-l, 4-->'tKP-l. 8-:>-7 
^'>l•;^>-3-?;7>'^;^•>KlOOmg, p-|>;l.x>;^;i. 
tv>Sf7j<fp«fe5 5mg^3 0 0mg(2)N. N-xy^;l/:h 
^l' A 7 = K CAn;t . 5 ^ggj^r^ L /Co i^-itLfzmmiZ 
8m ] ®i^'rvyDh';Ui-f;l,;&;fjn;tTatfi^^#ML. 
±^^x^ > f- - -> 3 >vmi^^fZc oc>Tlm 1 Oi^ y- 
^I'^SD^ T 2 ^r^i&DfiSglE L/:^&^ tff tii «fef * «i . 
i^J^y-yp. v^D f;Ux-x;i.o/ii|,rgfeoT. 1 2 0 m g 
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m.^. : 2 7 0 V 
'HNMR (ds-DMSO) 6 ; 

2. 02 (m. IH), 2. 24 (m, IH). 2. 
28 (s, 3H), 3. 89 (m, IH). 5. 37 
(brs. 2H), 6. 96 (t. 5 = 7 Hz. IH). 
7. 11 (d. J=8Hz, 2H). 7. 35 (dt. 
J=2Hz. 12Hz. IH). 7. 47 (d. J 
=8Hz. 2H), 7. 95 (brs. 2H), 8. 
13 (d. J=12Hz. IH). 8. 72 (s. 
1 H ) 

1- (3-7iy-4, 6-v7-'U:tD7x-;U) - 6 
- y jlt o - 1 . 4 - t K u - 7 - ( 3 - t K P + •> f 
nVv^^-l-^fyU) - 4- :t + y- l. 8-:^7^Uv 
>-3-:^;U5}-C>®: 

1- (3-T^y-4. 6-'yyjU:i-vyj,-Jl) - 7 
-^'PD-6-7;U:tP-4-:t+7-l. 4-vhKP 
-1. 8-:f-7f-'J":^>-3-:^;U+:>g?150mg. 3 
-h Kp + i/tfp'Ji?>l O0mg^ S«Jx^;UT^ >1 OOmg 
^5 5 0mg<DN, N-vyf-;U^wl/A7i KlCjD^x 7 0 
^T3 O^r^itJ^L/wo 8m 1 0x'ry7'pt';Ux--r;u 

oi^T 2 m 1 Ox^J' y -yu^jD^TtJf ai!|&^•aSfl!^^ irJ'/- 
-'U > V y P e ;U X - X 0 )i II ^5fe o T X 1 5 6 m g © 
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: m^n^ 

Si*: 251-253'C 
'HNMR (d.-DMSO) d ; 

1. 56 (m. IH). 1. 70-1. 95 (m, 
3H), 2. 58-2. 96 (m, 4H). 4. 16 
(m. IH). 4. 30 (brs. IH). 5. 35 
(s. 2H). 6. 95 (t. J=8Hz. IH). 
7. 36 (t. J = 10Hz. IH). 8. 01 (d. 
J=13Hz. IH). 8. 59 (s, IH) 

1- (3-T=y-4, 6-->'7;U;J-p7x^;U) - 7 
-[(3S. 4S)-3-7W-4-y^7beD';v> 
-1-^;H - 6- 7yU;fD-l. 4-vtKD-4-;t- 
4^7-1. 8-:h75^«J':;>-3-^;U:f;>i^: 
(3S. 4S) - 3- 7^>'-4-;/^;l/t°niJ->'>.- 
^®f^^fflt^/cl3 7!>^^i^^S«»J4 8 i L T^Efb-^Jfe 

'HNMR (d«-DMSO) 6 ; 

0. 93 (d. J=7Hz. 3H). 2. 17 (m. 
IH). 5. 35 (s. 2H). 6. 97 (t. J 
=8Hz. IH). 7. 36 (t. J=10Hz. 
IH). 7. 99 (d. J=12Hz. IH). 8. 
6 5 ( s . 1 H ) 

immm 5 53 
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1- (3-T^>'-4. 6-v7;U>j-D-7x^;U) - 7 
-[(3R. 4R)-3-7 = y- 4- >f-;UfD'Jv>> 
-1-^';U] - 6- 7;l';tD-l. 4-v?tKo-4-;i- 
+ y- l. 8-:^7^'J>f>-3-;^7;l/5j<>K: 
(3R. 4R) - 3- TSy-4->f-;ueD'Jx>-- 
* ffl l> /cl2 ;&> li H }| «?|J 4 8 <i: |^ L T IB <l: <fe 

^ ^# 

mi * : 2 1 4 - 2 1 7 
'HNMR (de-DMSO) 6 ; 

0. 93 (d. J=7Hz. 3H), 2. 17 (m. 
IH). 5. 36 (s. 2H). 6. 96 (t. J 
= 8Hz. IH). 7. 36 (t. J=10Hz. 
IH). 7. 99 (d. J=12Hz. IH), 8. 
6 5 ( s . 1 H ) 

inmm 5 e ) 

1- (3-7^-4, 6-C^7;l/;fD7x->'U) - 7 

-[(3S. 4R)-3-7$y-4-y^;uh'D 
-l-'TyU] - 6- yjlta-l. 4-v?tKP-4-;*- 
+ V - 1 . 8 - :^ 7 f- 'J V? > - 3 - ;U > ®? : 
(3S. 4R) - 3- 7^/-4-yf-;l/fDiJ •>'>.!: 

iiKig*ffliwc{3*N(iiii6«?ij4 8 ti^^tc Lxm^s.<t^m 

234-240'C 
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'HNMR (d.-DMSO) <5 ; 

0 . 9 8 ( d . J = 7 H z . 3 H) . 1 . 9 3 ( m . 

1 H) . 3. 0 3 (m. 1 H) . 5. 3 6 (s. 2H) . 
6. 97 (t. J=8H2, IH). 7. 37 (t. 
J = 10Hz. IH), 8. 04 (d. J = 12H2. 
IH). 8. 68 (s. IH) 

immm 5 7 ) 

1- (3-Tiy-4, 6-i^yjl^7tayj,siji) - 7 

- C(3R, 4S) - S - T i y - 4 - / ^ JU t' D > 

- I - ^ JU] - e- yjl:tn-l, 4-vtKD-4-;j- 
^ V - 1 , ^ - i- y ^ ^} 'J y - ^ ~ ti . 

(3R. 4S) - 3- Tiy-4-y^ yUt'D - 

S!f!*:237-241*C 
'HNMR(de-DMS0)(5; 

0 . 9 8 ( d . J = 6 H z . 3 H) . 1 . 9 3 (m. 

1 H) . 3. 0 2 (m. 1 H) . 5. 3 7 (s. 2H) , 
6 . 9 7 ( t . J = 8 H z . 1 H) . 7. 3 7 ( t . 
J = 10Hz. IH). 8. 03 (d. J = 13H2. 
1 H ) . 8 . 6 7 ( s . 1 H ) 

[ H il 5 8 3 

1~ (3-T^y-4, 6-v7;U>t-D7i::^yP) - 7 
- (3-T$y-4. 4 - V ;Ut*D'Jv >-!->!' 
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-6-7;l/:tD-l, 4-v?t:KD-4-;*-^V-l. 8 

- i- y ^ ^) 'J > - 3 - ij Jl^ >Wt : 

3 - 7 i y - 4 , 4 - 'J ji ^ Jl^ t' a V > ' -^m^ ^ 

ffl {f *^ (i ^ jfe 4 8 tmmiz Lxm^s.<t^m^mfzo 

m.^. : 2 6 7 - 2 6 9 V (^M) 
'HNMR(d,-DMS0)<5: 

0. 86 (s. 3H). 0. 95 (s. 3H), 2. 
88-3. 05 (m. IH). 5. 36 (s. 2H). 
6. 97 (t, J=8Hz, IH). 7. 38 (t. 
J = 10Hz. IH). 8.' 02 (d. J = 13Hz. 
IH). 8. 66 (s. IH) 

1- (3-TW-4, 6-v7;L';ra7x-;U) - 7 

- [3 - (N-xf-;l/T$yy^yl/) h' a ^} 'J > - i - ^ 
Jl^l - 6- yjltD-l, 4-vhKD-4-;t+7-l, 
8 - y i- ^) 'J > - 3 - ij Jl i/^ : 

3 - (N-i^;UT>y>^;i/) fDUv>.-Jg^Jg 

iUl,^. :235-244"C(^ft?) 
'HNMR (de-DMSO) <5 : 

1. 01 (t. J = 7Hz. 3H). 1. 61 (m. 
1 H) . 1 . 9 8 (m. 1 H) . 2. 3 2 (m. 1 H) . 

2. 54 (q. J=7Hz. 2H). 5. 34 (s. 
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2H). 6. 96 (t. J=8Hz. IH), 7. 
35 (t, J=10Hz. IH). 8. 02 (d, 
J=12Hz. IH). 8. 67 (s. IH) 

i^mme o ) 

1- (3-7iy-4. 6-'JyjU7i-ayj,s^ji,) - 7 

- [(3S) - 3- 7$yh'D';v>-i-^;l,] - 6- 

- ij JUyf. >^ : 

3S - (-) - Tiyh°nUi^>29mg. h'Ji^yP 
T > > 6 8 m g ^ V y f- ;U :^ ;U ^ •> K 1 m 1 Jo ;t X 1 0 
i^mWL. 1- (3-TW-4. 6-v7;l/;tD7x^ 

) - 6 , 7-i?yjl,ta-l, 4 - x' t K p - 4 - ;f 4^ 
V- + /.J>-3-^;^;^'>S80mg^^lD;t, 100^ 

f*^Zi.3JL. >^^^L'X-f;UTgfe?^L7to 7 6mg©^ 

M,^, : 2 1 3 - 2 2 1 X a^m) 
'HNMR (ds-DMSO) 6 ; 

1. 62-1. 76 (m. IH). 1. 88-2. 
06 (m. IH). 3. 08 (brs. IH). 5. 
5 3 ( s. 2 H) . 5. 9 2 (d. J = 8 H z. 1 H) . 
7. 03 (t. J=8Hz. IH). 7. 50 (t. 
J = llHz. IH). 7. 85 (d. J = 14Hz. 
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IH). 8. 61 (s. IH) 

1- (3-T^y-4. 6-v7;l/;}-D7x~;U) - 7 
- [(3S. 4S) - 3- 7iy-4-yf^;l/eDiJv;> 
-l-l';U]-6-7;l';i-o-l, 4-v;hKD-4-;r 

(3S, 4S) - 3- 7^y-4-yf^;ueDUC;>;^ffl 

^^fziit^ummme o i i^i ^ l t ^ is <i: ^ i# » 

It.^. : 196-202^: 
'HNMR (ds-DMSO) 6 ; 

0. 95 (d. J=7Hz. 3H). 2. 20 (brs. 
IH). 5.53 (s, 2H). 5. 88 (d. J 
= 5 H z . 1 H) . 7. 0 2 (m. 1 H) . 7. 5 0 
(t. J=9Hz. IH). 7. 85 (d. J = 14Hz. 
IH). 8. 60 (s. IH) 

1- (3-T^y-4. 6-v^7;U;tD7x->'U) - 6 
- 7 Jl^t a - I , 4-i^tKo-4-;J-+y-7 - (fo 
V V > - 1 - ^ ;U ) - + y 'j > - 3 - :^ K : 

M.^, : 264-268^ (^S?) 
'HNMR (d«-DMSO) 6 ; 
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1. 89 (brs. 4H). 5. 52 (s. 2H) 
5. 97 (d. J=8Hz, IH), 7. 03 (t 
J = 8Hz. IH). 7. 49 (t. J = 10H2 
IH). 7. 85 (d. J=14Hz. IH). 8 
6 2 ( s . 1 H ) 

c n as «»J 6 3 ] 

1- (3-T^/-4. 6--:;7;U;!rP7x^;i/) - 
-[(IS., 6S)-2. 8->5 7-lff->^D[4. 3. 
0] y:^-8->ryU] - 6- 7;l/;rD-l, 4-.:;tK 
-4 - ;f+v-^y ,j >-3-7!7 >i[: 
(IS. 6S) - 2. 8--:^7 1ft-vi5'p [4. 3. 0] 

Sl!.^. : 226-233^ (^|?) 
'HNMR (de-DMSO) 8 : 

1. 53-1. 81 (m. 4H). 2. 63 (brs. 

1 H) . 2 . 8 8 (brs. 1 H) . 3 . 51 (m. 

2 H ) . 3 . 8 3 (brs. 2 H ) . 5 . 57 ( s . 
2H). 5. 97 (d. J=8Hz. IH). 7. 
05 (t. J=9Hz. IH). 7. 51 (t. J 
=10Hz. IH). 7. 92 (d. J=14Hz. 
IH). 8. 65 (s. IH) 

[ H ife 6 4 ] 

1- (3-7iy-4. 6-v'7;U;ro7x-yl/) - 7 
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- [(3S) - 3- T$yt°pUv>-i-.f;U] - 6. 
8-v7;U;fD-l. 4 - t v 
> - 3 - ij > Wt : 

1- (3-7^y-4, 6->?7;l/;j-o7i-;U) - 6, 
5 7, 8-hU7;U;j-o-l, 4-v?tKo-4-;f+V- 

+ y >; > - 3 - * ;u > ®? ^ ffl ^^ li (i HJI 6 o «i: 

ilt : 2 0 4 - 2 1 0 ( ^ 1? ) 
10 'HNMR (de-DMSO) d ; 

1. 67 (m. IH). 1. 95 (m. IH). 5. 

4 2 ( s . 2 H ) . 7 . 0 8 ( m . 1 H ) . 7 . 3 7 
(t. J=10Hz. IH). 7. 78 (d. J= 
14Hz. IH), 8. 45 (s. IH) 

15 immm 6 5:\ 

1- (3-T$/-4. 6->'7;l/;i-D7x-;P) - 7 

- (3-tKD + i/ifDijv;>-i_^;l,) _6, 8--:^ 
7 Jl:t V - 1 , 4-i^tKD-4-;J-+7-4^yij>-3 

- :^ 71/ -tC > : 

20 3 - t K D + •> f D U V > ;g. ffl c^ (i *N li H il 6 0 <!: 

M.^. : 1 44-1 52V i^m) 
'HNMR (d.-DMSO) 6 ; 

5 1 • 8 1 (m. 2 H) . 3 . 7 9 (m. 1 H) . 4 . 
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29 (brs. IH). 5. 00 (s. IH). 5. 
44 (s. 2H). 7. 09 (t. J=8Hz. IH), 
7. 39 (t. J = 10Hz. IH). 7. 80 (d. 
J=14Hz. IH). 8. 47 (s. IH) 
C Hife 0iJ 6 6 ) 

1~ [3-T^y-2. 4->'7yp;t-P7xJi;l/] - 7 

- [(3S) - 3 - T i y t' a V 'J > - 1 - ^ ji) - 6- 
7;l/;i-D-l. 4--:;tKD-4-:4-+7-l. 8 - i- y 

V -y > - 3 - i7 JU 7f. ^ : 

1- [3-7^-2, 4-x7;l/5j-D7x^;U] - 7 
-^□D-6-7yU:4-D-l. 4-v^tKD-4-;*-4-V 

- 1 . 8 - ^ 7 ^ U i; > - 3 - * ;K > K ^ ffi l> It ;&^ (i 

M.^. : 268-272^: (^jj?) 
'HNMR (de-DMSO) <5 ; 

1 • 7 9 (m. 1 H) . 2 . 0 5 (m. 1 H) . 5 . 
58 (s. 2H). 6. 84 (m, IH), 7. 11 
(t. J=10H2. IH). 8. 07 (d. J= 
13Hz. IH), 8. 69 (s. IH) 

^mmm 6 7 ) 

1~ [3-T^y-2. 4-v7;U;J-o7x^yl.] - 7 
-[(3S, 4S)-3-T = y- 4- >^yUt'D «;•>'> 

+ V - 1 , 8 - ± y ^ t) - s - ij jl.^. : 
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1- [3-TiJ-2. 4-v7;l/;j-p:7i^;U] - 7 
-^□D-6-7;l/:1-D-l, 4-vhKD-4-;j-+V 

- 1 . ^ - i- y ^ > - 3 - t >m^m^-tziii}Ui 

'HNMR (de-DMSO) 6 ; 

0. 91 (brd. IH). 2. 14 (m. IH). 
5. 58 (s. 2H). 6. 83 (m, IH). 7. 
10 (t. J=10Hz. IH). 8. 02 (d. 
J=12Hz. IH), 8. 65 (s. IH) 

immm 6 8 ) 

1- (3-Tiy-4. 5. 6-hU7yU;rD7x^>>U) 
-7 - [(3S) - 3 - T i y t' n V > - 1 - ^ _ 
6-7;l/;i-D-l, 4--:;tKp-4-;t-4-V-l. 8- 

7 ^ y V > - 3 - ^ yu > @f : 

^ ~ (3-7^y-4. 5. 6-S'j7;l/;fD7x^;b) 
-7-^^DD-6-7;U;j-o-l. 4-vtKD-4-;i- 
+ V - 1 . 8 - ^ 7 ^ U V > - 3 - 7^7 >m^fflt>/ci3 

Si : > 2 5 6 t ( ^ ^ ) 
'HNMR (ds-DMSO) 6 ; 

1. 58-1. 84 (m. IH). 1. 84-2. 
23 (m. IH). 5. 74 (s. 2H). 6. 81 
(t. J = 5Hz. 1 H) . 8. 03 (d. J = 12Hz. 
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IH). 8. 73 (s. IH) 

immme 9 d 

1- (3-7$y-4. 5. 6 - U y JUTt a y J, s:^ ji) 
-7 - [(3S) - 3 - T i y t' a V 'J > - 1 - ^ ji.} ~ 
6-yjUta-l, 4-v;tKp-4-;r + v- + yij> 

1- (3-T$y-4, 5, e - h ^} y Jit a y j: ju) 
-6, 7-i/yjlta-l, 4-'Jth'o-4-t^v- 

^ J U > - 3 - /7 '^' > K ^- ffi l^ li 3{>^ li H 0tj 6 0 i |^ 

ill*:>2 7 0r(^l5?) 
'HNMR (de-DMSO) 5 ; 

1- 61-1.81 (m. IH). 1. 89-2. 

15 (m. IH). 5. 88 (s. 2H). 6. 88 

(brs. IH), 7. 85 (d. J=15Hz. 

1 H ) . 8 . 6 9 ( s . 1 H ) 
C H iS 7 0 3 

1- (3-7^y-2. 4, 6-Ki;7;U;t-D7iJi;U) 
-7 - [(3S) - 3- 75yep'Jv?>-l-^;P] _ 
6-7yU:*-D-l, 4-v;tKD-4-^+y-l. 8- 

7 ^ y y > - 3 _ ^ ;p ;}{ . 

1- (3-Tiy-2. 4. 6-h'j7;l/;i-D7x-:^7l.) 
-7-^DO-6-7yU;fD-l. 4-->'tKD-4-;j- 
+ V-1. 8-:h7^>J-;>-3-;^7;b;Jf>^70mg* 
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v^y^;Ux;u^ + i/Klmllc/gft?L. 3 (S) - 3- T 
WfD'J'>'>0. 018ml h'Jx^;l/7i>0. 04ml 

^Jdx.. 1 ^ra 8 0 -cfll^ L /Co SiSjK i:: X ^ ;Ui - 
f-;l/^tinix T ij > 7- - y 3 2 mm f) & L tz o ^Mlt 
5 il^S©x:^y-;u^lin;tT^10^KilgfE^,^aiLy;:@ 

M*:273-277'C 
10 'HNMR(ds-DMS0)<5: 

1. 75-1. 78 (m. IH). 2. 00-2. 
18 (m. IH). 5. 46 (brs, IH). 7. 
39 (t. J=10Hz. IH). 8. 08 (d. 
J=13Hz, IH). 8. 97 (s. IH) 

1- (3-7^y-6-^DD-4-7;U:l-07iX;U) 
-7 - [(3S) - 3- 7^/^0 Uv>-l->r;U] - 
6-7;U;i-n-l, 4-vbKD-4->^+V-l. 8- 
:^ 7 f- U •>' > - 3 - :^ :K > : 
20 1- (3-7i>'-6-^'DO-4-7;U;rD7iX;l/) 
-7-^00-6-7 ;U^D-1. 4-v^tKa-4-;t- 
+ 7 - 1 . 8 - 7 f- ij v; > - 3 - * > ^ ffl 15 

7 0 tmmiZ L T ^ 12 ^ 1^ ^ ?# o 

25 il!.if:249-252'C 
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'HNMR (de-DMSO) 6 ; 

1. 74-1. 95 (m. IH). 2. 00-2. 
16 (m, IH), 5. 69 (brs, 2H). 7. 
00 (d. J=9Hz. IH). 7. 47 (d. J 
=llHz, IH). 8. 02 (d. J=12Hz. 
IH). 8. 61 (s. IH) 

-7 - [(3S) - 3 - 7 i y t' u V > > - 1 - ^ ji] - 
e-yjVta-l, 4--:^tKD-4-;4- + y- 4.yij> 
- 3 - ij Jl^ 7f. > ^ : 

1- (3-T^y-6-^OD-4-7;U;j-D7x — ;U) 

+ V - + y u > - 3 - ti ji > m ^ m fz li mmm 7 0 

St * : 1 7 7 - 1 8 2 ( ^> I? ) 
'HNMR (ds-DMSO) 6 ; 

1. 59-1. 75 (m. IH), 1. 86-2. 
07 (m. IH) . 5. 78 (d. J =7Hz. IH) . 
5. 8 9 (brs. 2H) . 7. 0 6 (d. J = 9H z. 
1 H) . 7. 6 0 (d. J = 1 1 H z . 1 H) . 7. 
86 (d. J=14Hz. IH). 8. 56 (s. 
1 H ) 

mm mi 3 ) 
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1- (3-7^y-4-^crD-6-7;U5j-D7i^;U) 

-7 - [(3S) - 3- 7^yt'o'Jv>-l-'r;l/] - 

6-7 ;U 4-i^tKP-4-:t+V-l. 8- 

:^ 7 U V? > - 3 - ^ ;U > K : 

1- (3-7^y-4-^DD-6-7;l/;t-P7x-;U) 
-7-^DD-6-7;U:*-o-l, 4-v^tKo-4-:t 

+ V - 1 . 8 - :^ 7 ^ U > - 3 - 7!7 ;u > g? * ffl l> 13 

it * : > 2 5 8 "C ( ^ ft? ) 
'HNMR (de-DMSO) 5 ; 

1. 53-1. 80 (m. IH). 1. 83-2. 
06(m, lH).5.56(brs.2H).6. 
99 (d. J=7Hz. IH). 7. 48 (d, J 
=10Hz. IH). 8. 02 (d. J=13Hz. 
IH). 8. 68 (s. IH) 

1- (3-7^y-4-7;U:to-2->f-;U7x-;l/) 
-7 - [(3S) - 3- 7;yk'D'Jv^>-l-^;U] - 
6-7;U:tD-l. 4--:^tKD-4-;t-+V-l. 8- 
i- y ^ ^} if > - 3 - ij jl^ Tf. >m : 

1- (3-7^y-4-7;l/:tD-2-y-f/l'7x-;U) 
-7-i^avi-6-yjltu-l. 4-vtKo-4-;*- 
+ V - 1 . 8 - :h 7 ^ ij > - 3 - ;!7 ;U +C > ife ^ ffl t^ 
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m.^, : > 1 6 5 V i^m) 

'HNMR (d,-DMS0) <5 : 

1. 53-1. 73 (m. IH). 1. 74-1. 
98 (m. IH). 1. 83 (s. 3H), 5. 25 
(br, 2H). 6. 75 (d. J = 9Hz. IH). 
7. 09 (d, J = 13Hz. IH). 8. 02 (d. 
J=13Hz. IH). 8. 48 (s. IH) 

7 - [(3S) - 3 - 7 I y t' a ^) ly - 1 - ^ ju] - 
1- (2. 4-'yyjl^tu-5-rf: jui JUT iyyj,s.ju) 
-S-yjl^n-1. 4-vtKD-4-:t+y-l. 8 
- i- y ^ V -J > - 3 - jUt: >^ : 

7 - ^ □ D - 1 - ( 2 . 4 - y jUt u ~ 5 - Tiiji. i ji 
T i y y J, =. )V) - 6- 7;U;l-D-l. 4-.:;tKD-4 
-^ + 7-1. 8--^7^'Jx>-3-:^;U;J;>®?;&fflt> 

il! * : 2 1 8 - 2 2 5 "C 
'HNMR (de-DMSO) d ; 

1 . 6 2 (m. 1 H) . 1 . 9 0 ( m . 1 H) . 7 . 
72 (t. J=10Hz. IH). 8. 01 (d. 
J=13Hz. IH). 8.34 (s. IH). 8. 
38 (t. J=8Hz. IH). 8. 71 (s. IH) 
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7 - [(3S. 4S) - 3- Tiy-4-/f-j\.t°u^) 
> - 1 - Jl] -1- (2. 4 - 7 JUyi- a - 5 - t> JU 
^^UT^y^x^yl/) - 6- 7;P;*-D-l. 4-v?tKD 
-4-:t + 7- l. 8 - i- y i- ^) -y :^ - 3 - ij >Wl : 
7-^DD-l - (2. 4-->'7;U:tD-5-;t;yl.5;U 
7W7i-;U) - 6- 7 ;U 4 - t a - 4 

/I {3 *^ 5 4 tmmiz LTms^it^i^^ntzo 

it.^. :215-216'C 
'HNMR (de-DMSO) S ; 

0 . 9 2 ( b r d . 3 H ) . 2 . 1 5 ( m . 1 H ) . 
7. 7 1 ( t . J = 1 0 H z. 1 H) . 8. 0 1 (d. 
J = 1 2 H z . 1 H) . 8 . 3 4 ( s . 1 H) . 8 . 
38 (t. J = 8Hz. IH). 8. 78 (s. IH) 

7 - [(3S) - 3- 7^yfD'J-:^>-l-<;U] - 
1- ( 3 - K > V ^ JU7 I y - 4 , 6-v7;l.;*-D7x^ 

- 6- 7;^5^D-l. 4--:^tKo-4-7j- + v- i. 
B - t 7 ^ -y > - 3 - ij JU7f. : 

1- (3--C>y>r>'UTW-4. 6-v^7yl/;J-D7x' 
/I) - 7- ^Da-6-7Jlta-l, 4-xtKD- 
4-;i-4^V-l, 8-:^7f^'J•>'>-3-7!7;^;^->i^;^^ 

f'^fziit^ummm 4 8 «i: 1^ ^ {c u t m e ft ^ ^ ^ o 
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ill*:1 97-200'C 
'HNMR (de-DMSO) 6 ; 

1. 65 (m. 3H). 1. 92 (m. IH). 7. 
51-7. 63 (m. 3H). 7. 72 (t, J= 
1 0 H z . 1 H) . 7. 9 4 - 8. 0 7 (m. 4 H) . 
8 . 7 8 ( s . 1 H ) 

7 - [(3S) - 3- T^yeD'jvf>-l->f;U] - 
1- (2. 4-v7;l.;j-o-5-y^;PTiy7x^7i/) 
-6-7;l/:^D-l, 4-i/tVa-4-t^V-l, 8 
- i- y i- ^) -y > - 3 - ij :f. ly^ : 

7-i;aa-l - (2. 4-v;7;U;J-d-5-^^;1.7 
W7iJi;U) - 6- 7;l/:tP--l. 4-vbKD-4- 
t^V-l, 8 - :h 7 ^ U > - 3 - 7!7 yl. > ;^ ffi ^^ /. 

ife.*: 256-258*t 
'HNMR (da-DMSO) 6 ; 

1 • 6 3 (m. 1 H) . 1 . 9 1 (m. 1 H) . 2 . 
70 (d. J = 5Hz. 3H), 5. 79 (brs. 
IH). 6. 96 (t. J=8Hz. IH). 7. 
39 (t, J = 10Hz. IH). 8. 02 (d. 
J=12Hz. IH). 8. 68 (s. IH) 

^nmmi 93 

7 - [(3S) - 3- 7Wt''D»Ji;>-i_^;u] - 
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1 - ( 2 . 4 - 7 ;l/ ^ D - 5 - f- ;u T ^ y 7 X - ;l/ ) 

> - S - ij >Wt : 

1- (2, 4-v7>'U;j-D-5-;'5^;l/TW7x^;l.) 

-6. 7-i^7yl/;*-p-l, 4-v;tKD-4-;J-+y- 

+ y U > - 3 - ^ ^l- to gf ^ ffi C> 15 7&> li II 6 0 tf^ 

tt^ : n^m^ 

Mfi*:2 1 9-226'C(^^) 
'HNMR(de-DMS0)<5: 

1. 59-1. 78 (m. IH). 1. 91-2. 
07 (m. IH). 2. 70 (d, J = 5Hz, 3H). 
5. 91-6. 04 (m. IH). 7. 04 (t. 
J = 8Hz. IH). 7. 54 (t. J = 11H2. 
IH). 7. 86 (d. J=14Hz. IH). 8. 
6 3 ( s . 1 H ) 

mmm 8 o ) 

7 - [(3S) - 3 - T I y t' a > - I - ^ - 
1- <3-vy^;l.7;y-4. 6 - 7 jlTt- a y ju) 
-6-yjUtv-l. 4-vtKp-4-;*- + v- l. 8 
- i- y ^ > - 3 - i7 Jl^ > : 

7-:}'DD-l - (3-';;;f^;U7iy-4. 6-v7 
;U;l-D-7iJi;l/) - 6- 7>'l/:fD-l, 4-vtKD- 
4-;t + y- l. 8-:h75^'J-;>-3-;^7;U;t;>^;&ffl 
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ai!.^. : 248-251'C (^|?) 
'HNMR(d«-DMSO)<y; 

1 . 6 3 (m. 1 H) . 1 . 9 1 (m. 1 H) . 2 . 
7 7 (s, 6H) . 7. 3 6 (t. J = 8Hz. 1 H) . 
7. 4 9 (t. J = 1 OHz. 1 H) . 8. 0 2 ( d . 
J=13H2, IH). 8. 74 (s. IH) 

immM 8 n 

7 - [(3S) - 3- 7;ytfD>Jv^>-l-^;l.] - 
1 - [ 2 . 4 - V 7 ;l/ n - 5 - ( L - ^ 'J •> T ^ y ) 
-7x^;U] - 6- 7;U;^D-l, 4->?tKD-4-^ 
+ V - 1 . 8 - i- y i- V > - 3 - ij jVyf. >Wi : 

1- (3-T^y-4. 6->'7;U;i-D7x^yP) - 7 

-1. 8 -:h7^ 'J > - 3 - ^;Ud<>g? 7 0 0 m g. (3S) 
- 3 - ( t -y b^->:f3Jl^.^jl7 ; y ) t' □ v > 4 5 0 m g . 
K>Jxf^;l.7^>400mg^2mlON. N - / ^ ju 
^^Jl^^T i h'tzMA.. 7 0 t:T' 3 0 ^P^^IJ^IJ L/io 3 0ml 

l> fz o 

N-Boc-irU'>>350mg. N-y^;p:t;U;j,.j 
>2 10mg^l0ml®v^DDy:J^>{C3f|D^^ - 20 

L X mW L ti i;, ^ a n mm y r ^ JU 2 7 0 u 1 ^ 

IIQ^T 2 0 Lfz. ^OiK'&-6 0'C{C?^i|JL.±I£ 
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©1- (3 - T I y - 4 , 6-i^7;P;J-D7x-;U) - 7 
- [(3S) - 3- ( t - y h ^ i3 JU Ti"^ - T i y ) f 

Kd-1. 8-:^7^•Jv^>-3 - /7 >ig©^g;^ 10ml 

(OP DDTfwuAi 1 om 1 (Dm^yH^mpix^m. my^m 

/w^S03^Oia-$-6m 1 ©7-1? h::: h '>'-'^lr^;5^L^ 
ffi■a^^fe^?g^L/cm^^^4ml©^@7|c{I^*^L. 10% 

m «^ ^ it 5^ L > |g ® 7jc. X ^ y - ;u , y y D e 7U X - 
^>'U©ll|l(Zj5feoTl 9 3mg©|ifeta^iLT^ieft:^«fe 

n fz o 

IS.^. : > 2 7 0 X: 
'HNMR (d,-DMSO) S ; 

1 . 6 5 ( m . 1 H ) . 1 . 9 2 ( m . 1 H ) . 7 . 

73 (t. J=11H2. IH). 8. 04 (d. 

J = 13Hz. 1H). 8. 38 (m. IH). 8. 

7 8 ( s . 1 H ) 
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1- (3-7^y-4. 6-->'7;U;fn7i^;l/) - 6 

- 7 ;b ;i- D - 7 - [ ( 3 S ) - 3 - ( L - ^< «J ;u y i y ) 
f □ 'J V > - 1 - >r ;U ] - 1 , 4 - V t K D - 4 - :f + y 

- 1 . 8 - :^ 7 ^ i; > - 3 - ^ ;l/ ;^' > ^ : 

N-Boc-L-^<«J>220mg, N->^;^:e;^;^ 

U>106mg^5mlOv?^Dpy^>{-jn^x - 20 
{w L T L 4' b p D «K >r y y f- ;H 4 O I 

- 7 - C ( 3 S ) - 3 - 7 $ / f D U V > - 1 - >C ;u] 
-1- C2. 4--:;7yU;tP-5-;^yU^yUT$y7x^ 
>'l') - 6 - 7;U;r a - 4 + V - 1 . 4 - b K d - 1 . 
8-:h7^>Jv>-3 - :^;U;h:+ •/ H475mg^l0ml 

-:>IM? 4 0 t:T' 3 0 ^P^Jf^ L/c„ 2 0 m 1 O ^ d n 

^^uAi 1 om 1 omwyii'^ua^T ^m. m7Kmm-7 

•>'> AT^^^METJiS^Lfco o /carlo 

MiZ 3 m 1 0 1^^*|@?^Jdx.1 0 0"CT4 O^itl^^L/^o 
METJ:2g^t.aai*2ml©|^S^KJw^)i?L/Co 10 

^IDL. f/faj^*^^$#/;, x^y-;U2ml*tlD^T 
^ «fe * /: o 
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t4^^ : m^nm 

iHl : 1 6 2 - 1 6 7 
'HNMR (d.-DMSO) 6 ; 

0. 7 8 (d. J = 7H z. 3 H) . 0. 8 0 (d. 
J = 7H z. 3 H) . 1 . 7 1-1. 9 2 (m. 2 H) . 

1. 95-2. 10 (m. IH). 2. 88 (d. 
J=6Hz. 1H).4. 32(brs.lH). 
5. 35 (s. 2H), 6. 95 (t. J=8Hz, 
IH), 7. 35 (t. J=10Hz. IH). 8. 
06 (d, J=12H2. IH). 8. 69 (s. 
1 H) 

mmms 3 } 

1- (3-7^/ - 4, 6--:;7;P;j-D7i^;U) - 6 
-7;l/;j-n-7 - [ (3S) - 3- ( L ~ ^< JU 7 i y ) 
f D V > - 1 - ;U] - 1 , 4 - -yt ¥u - 4 - t^V 
-1, 8-:^7^Uv?>-3-7!7;^;^C>Kty^^>;^y^ 

1- (3-T^y-4, 6y7;U;i-D7x-;l/) - 6- 
y JU:t a ~ 7 - [ ( 3 S ) - 3 - ( L - y< U jl 7 i y ) t' 
D 'J V > - 1 - ^ ;U ] - 1 . 4 - V h K D - 4 - ;t + V - 
1. 8 -:>-7f-'J •>'>- 3 -^;Uif >K2 1 5mg^. 24mg 
®/:$'>;^;l/;h>®e<i:<i:fc{I4m 1 (OJC^y-juz-jjQ^^ 

'^^-^ y^D e;Ux-r;UO)i|l{Ci5feo TE^L. 2 1 1 m g 



^^'-^^^ ^3 PCT/JP9«A.0152 

m.^, : > 2 7 0 V 
'HNMR (de-DMSO) S ; 

0. 87 (d. J = 7Hz. 6H). 1. 84-2. 
18 (m. 3H), 2. 31 (s. 3H). 3. 45 
(brs, IH). 4. 36 (brs. IH). 5. 
3 6 (s. 2H) . 6. 9 6 (t. J = 8Hz. IH) . 

7. 32 (m, IH). 8. 06 (brs. 2H). 

8. 09 (d. J = 12Hz. IH). 8. 64 (d. 
J=7Hz, IH). 8. 71 (s. IH) 

1- (3-7iy-4, 6--:^yjUtnyj,^ji>) - 6 
-yjl:ta-7 - [(3S) - 3- ( L - a ^ j\. r i / ) 
e P U > - 1 - < _ 1 . 4 - V t K n - 4 - + 7 

-1. 8-:>-7f^';';;>-3-7:7;U;i-:>g?: 

N-Bo c-L-D^•>>^ffil^/:|f;^,^li||J|0lJ8 2i 

Sfi,^. : 1 4 9 - 1 5 4 
' H N M R (de-DMSO) 5 ; 

0. 7 (d. J = 7Hz. 3H). 0. 82 (d. 
J = 7 H z . 3 H) . 1 . 14-1. 37 (m. 2 H) . 

1. 54-1. 65 (m. IH). 1. 79-1. 
94 (m. IH). 1. 95-2. 10 (m. 2H). 
3. 10 (t. J=7Hz. IH). 4. 28 (brd. 
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IH). 5. 35 (s. 2H). 6. 96 (t. J 

=8H2. IH). 7. 34 (t. J=10Hz. 

IH). 8. 05 (d. J = 12H2. IH). 8. 
6 9 ( s . 1 H ) 

inmm 8 5 ] 

1- (3-7^y-4. e-'Jyji^7txjyj,sLju) - 7 
- ( 3 - / i- jl T i y h' K J ) _6-7;U;fD-l. 
4-vtKD-4-;*-4^V-l. 8-i-7^iJi;>-3- 

)li*:240-242*C(^j^) 
'HNMR (de-DMSO) 6 : 

1. 23-1. 46 (m. 2H). 1. 62-1. 

8 7 (m. 2H) . 2. 1 1 (d. J = 9Hz. 3H) . 
3. 82-4. 18 (m. 2H). 5. 36 (s. 
2H). 6. 98 (t. J=7H2. IH). 7. 
39 (m. IH). 8. 09 (d, J=14Hz. 
IH). 8. 71 (s. IH) 

mmm 8 6 ) 

1- i Z - 7 i y - 4 . 6-v7;U;i-p7x-;l/) - 
7 - ( 3 - y Ji.7 i y t' K V > - 1 - ^ jU) - 6- 7 
Jl:t D - 1 , 4--:^tKD-4-;i-4-y-^yU>-3_ 
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M.^. : 254-258'C (^M) 
'HNMR (d.-DMSO) 6 ; 

1. 62 (m. 2H). 1. 85 (m. IH). 1. 
99 (m. IH). 2. 55 (s, 3H). 2. 91 
(m. IH). 5. 58 (s. 2H). 6. 52 (d. 
J = 7Hz. IH). 7. 0 8 (t. J = 8Hz. 
IH), 7. 52 (t. J=10Hz. IH). 8. 
02 (d. J=13Hz. IH). 8. 76 (s. 
1 H ) 

1- (3-7W-4. 6-i/'7;U;i-D7x-;U) - 7 
+ V - 1 . 8 - :^ 7 f- 'J >J > - 3 - 7!7 ;U > : 

ife ^ ^l o 

i!l*:1 74-1 84'C(^)|?) 
'HNMR (de-DMSO) (5 ; 

2. 69 (m. 4H). 3. 56 (m. 4H). 5. 
3 7 ( s. 2 H) . 6. 9 8 ( t . J = 7 H z. 1 H) . 
7. 37 (t. J = 10Hz. IH). 8. 11 (d. 
J = 13Hz. IH). 8. 73 (s. IH) 
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1- (3-7$y-4. 6--:^7;l/;*-D7i-;l/) - 7 
- (3. 5 - if / i- JU \; ^ y 'J y ) - e- 7JltD-l, 
4-v^tKo-4-;*-^V-l. 8-:^7^'Jv'>-3- 

h'-< 7 > * ffl tN/cl3 *>(imi«?IJ 4 8 L T^IS 

It.-^. :2 5 1 - 2 56'C(^ft?) 
'HNMR (ds-DMSO) 6 ; 

0. 96 (brs. 6H). 2. 57-2. 90 (m. 
4H), 4. 08 (m. 2H). 5. 39 (brs. 
2H). 6. 98 (t. J=8Hz. IH), 7. 
41 (t. J=llHz.lH). 8. 16 (d. 
J=13Hz, IH). 8. 78 (s. IH) 

immm 8 9 ] 

1- (3-7^^-4. Q - if y Jl t a y J. - jl.) - 7 
-t"^7v^>'-6-7yl/:tD-l. 4-vt Kd-4-:4- 
+ y- + y U >-3-:^;l/;fC>®?: 

h--? 7 V > ^ ffl (f liHife^J 6 0 <!: 1^^ L T^ie 

ilt.^. : 192-200'C 
'HNMR (de-DMSO) 6 ; 

3. 14 (m, 4H), 3. 25 (m. 4H). 5. 



wo 96/23775 



97 



PCT/JP96/D0152 



58 (brs. 2H). 6. 48 (d. J=7Hz. 
IH). 7. 08 (t. J=8Hz. IH). 7. 
51 (t. J=10Hz. IH). 8. 02 (d. 
J=13Hz, IH). 8. 75 (s. IH) 

immm9 o) 

1- ( 3 - 7 i y - 4 , 6->'7yP;fD7x-;L') - 7 

- ( 3 - ji i- t' ^ "7 -y y ) - e- yjUta-1, 4-v 
t a - 4 - t ^ V - ^ y ^) > - 3 - ij JU >Wt 2 

3 - i- Jlt'^^ 'J > 3 5 m g . hiJi^;UT^ >1 20mg 

^ X y ^ ;U X 71/ + «> K 1 m 1 {C So ;i , 1 0 ^ it fi2 L . 1 

- (3-TW-4, 6-v;7;l/;fP7x-;l/) - 6. 7 
-v7;U;J-D-l, 4 - i? t Ko-4-:t+V- + y'j> 

-3-5:7 yi/;j-:>ir8 Omg-s-So^x 1 0 0 x:^ 2 mMljaf^ 

^tlD;l> @f**it®L. v^xf^;l/x-r ;UTi5fe^ L/Co 3 0mg 
O ^ IE <t ^ «^ * ^# o 

: mn^^^ 

il!*: 206-2 1 3'C(^)i?) 
'HNMR (ds-DMSO) 5; 

1. 26 (d. J = 7Hz. 3H). 2. 85-3. 
0 2 (m. 1 H) . 6. 5 1 (d. J = 7H z. 1 H) . 
7. 08 (t. J=8Hz. IH), 7. 52 (t. 
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J = 10Hz. IH). 8. 04 (d. J = 13Hz. 
IH). 8. 76 (s. IH) 

1- (3-T$>'-4. 6-v>7;P;*-D7x-;U) - 7 
- (3. 5 - ;i i- Jl \^ K y J ) - 6- yjUtD-l, 

KD-4-^ + v- + y > - 3 - i7 Jl >Wl : 

3 . 5 - V > f- ;U t' 5 v' > ^ ffl l^ 15 ;<i> {i H ife 6 0 

Si . ^. : 202-2 1 0'C(^)j?) 
'HNMR (de-DMSO) <5 ; 

1. 17 (brs, 6H), 2. 74 (m. IH). 
3. 54 (m, 2H). 5. 57 (s. 2H). 6. 
50 (d. J=7H2. IH). 7. 08 (t. J 
=8Hz. IH). 7. 52 (t. J=10Hz, 
IH). 8. 02 (d. J=13Hz. IH). 8. 
7 5 ( s , 1 H ) 

immms 2 ) 

1- (3-Tay-6-^DD-4-7;i/3fD7x-;i/) 
-6-7;U;t-D-7-f^7v?y-l. 4-xtKD-4 
-^ + 7-1, 8 - i- 7 ^ > - 3 - ij >W[ : 

1- (3-7ry-6-^DP-4-7;U;i-p7x-;U) 
-7-:J'DD-6-7>'U^D-l. 4-vt:KD-4-;*- 
+ 7-1. 8-:>-7f-'Jv>-3-7^7>'U;fC>®fl00mg 
^ y f^yuxyu;^^^ K 8 m 1 (C?g^L. 7 > 1 2 0 m g 
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ft ^ «^ * ^# o 

Si! : 1 9 0 ■€ ( j|| ) 
'HNMR (d.-DMSO) d ■ 

2. 88 (s, 4H). 3. 65 (s. 4H). 5. 
72 (s. 2H). 7. 01 (d. J = 5Hz. IH). 
7. 46 (d. J = llHz. IH). 8. 17 (d. 
J=13Hz. IH), 8. 71 (s. IH) 
[ H ife «»J 9 3 ] 

1~ (3-Tiy-6-:J^Do-4-7;U;t-p7xxyU) 
-6-7;U;fD-7-h'''<7v^/-l. 4-vtKD-4 
-^+y- + y ';>-3-7:7;l/;if>@: 

1- (3-7^y-6-:}'DD-4-7;U;rP7x-;U) 
-7-:J^po-6-7;l/:tp~l. 4-':^tKp-4-5j- 
+ y - + y y > - 3 - :^ ;p ;j{ > ^ ffl i> /cl5 (i HJfe^j 9 2 

M.^. : 228-237'C 
'HNMRCde-DMSOcJ; 

2. 81 (s. 4H). 5. 91 (brs.2H). 
6. 30 (d. J=7Hz. IH). 7. 10 (d. 
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J = 1 0 H z. 1 H) . 7. 6 1 (d. J = 1 1 H 2. 
1 H) . 7. 9 7 (d. J = 1 2 H z. 1 H) . 8. 
6 9 ( s . 1 H ) 

1- (3-7^y-4-:J^DD-6-7 7l/;rD7i — 
-6-7;l/:^a-7-h'^7v/'y-1. 4-v?t Kn-4 

1- (3-T$>'-4-^QD-6-7;U:tD7iJi;U) 
-7-:5^DQ-6-7;U:tD-l, 4-v?bKD-4-:t 
+ V - 1 . 8 - :h 7 ^ >; > - 3 - 517 ;U ^: > ® ffl /c (f 

|jl * : 2 7 0 t 
'HNMR (ds-DMSO) 6 ; 

2. 8 7 (b r s. 4H) . 5. 5 9 (b r s. 2H) . 
7. 00 (d. J=7Hz. IH), 7. 55 (d. 
J = 10Hz. IH). 8. 12 (d. J = 13H2. 
IH). 8. 75 (s. IH) 
C HJfe ^aj 9 5 ] 

1- (3-T = >'-4-7;U;j-D-6-y^;l/7i^;U) 
-6-7;l/:*-o-7-t'''^7>'y-l, 4-vhKD-4 
-^+7-1. 8-:h7^iJv>-3-7!7;U;J;>®f: 

1- (3-Tiy-4-7y|/:*-D-6-y5^;l/7x^;U) 
-7-:?DD-6-7yU;ra-l. 4-vbKD-4->!- 
+ 7 - 1 . 8 - :H 7 ^ U > - 3 - ;^ ;U > ffi C> (5 
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: ^n^^^ 

it : 2 3 9 ( ^ ft? ) 
'HNMR (de-DMSO) 6 ; 

1. 08 (s. 3H). 2. 68 (brs. 4H). 
3. 4 8 (brs. 4H) . 5. 2 8 (brs. 2H) . 
6. 77 (d. J=8Hz. IH). 7. 09 (d. 
J=12Hz. IH). 8. 11 (d. J = 14H2. 
IH). 8. 55 (s. IH) 

1- (3-7$y-2. 4-->'7;l/:to7x-;l/) - 7 

- [ ( 3 S ) - 3 - ( * ;U i ;u 7 = y ) t" n >J -^^ > - i - 
'fyl/] - 6- 7;U;i-D-4-;r + V- l, 4-vhKD- 
1. 8-:^7f-'Jv?>-3-/7;U;J-C>^: 

1- (3-Tiy-2, 4-'y-yjltayj,sLji.) - 7 

- [(3S) - 3- T$yt'nUx>-l-^;U] - 6- 
7y|/:*-D-4-;r4^V-l. 4-vtKD-l. 8-:^7 
^'J':;>-3-7^>»U+:>®?210mg. ii®!40mg^600mg 
ON. N-v?y^yl/;f,;UA7$K{r|nii> 12 0'C-e — B$ 

ajife^^ZtlJ. a::J'y-yU^ V'l'V7'Dtr;Ui--r;UCD/IiC 
Z5feoT. 18 0mg©^i2<l:'^i^^?#^„ 
14 : ^*ifet»5^ 
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Hi*: 214-216'C 
'HNMR (de-DMSO) 6 ; 

1. 83 (m. IH). 2. 09 (m. IH). 4. 
36 (m. IH). 5. 36 (s. IH). 6. 96 
(t. J=8Hz. IH). 7. 36 (t. J = 10Hz. 
IH). 7. 96 (d. J=4Hz. IH). 8. 
07 (d. J=13Hz. IH). 8. 38 (m. 
IH). 8. 70 (s. IH) 
[ # # 6 ] 

if'yU 8-:J'PP-6. 7-i/7JU:tv-l - (2. 
4-v7;t/:4-n-7x^;U) - l, 4-'ytVu-4~yt^ 
V + y ^) > - 3 - ij jl, Ti-: ^ -y \y - : 

3-^^00-2, 4. 5 - h y a K > V 
^;U7-t?x-h5g>£-;^-;l/^^®fxf-;l.3. 9g, ^7jcft 

mm tz ^ o n 7h jl, A 2 0 m \ M ^ . 7jc?^T. 2. 4 
-v7;l';f-D7x>J>2. 3 m ] ^MT I . mri^J'^^ 

■9->^i!lD^. @f*^ti«?t. x^yP 2 - (3-i^PD- 
2, 4. 5. 6-7-h'7yj\/taOV^Jl/) - 3- (2. 
4-•>'7;^;^DT$y) r^UU-h^^f^o COx^yU 
2 - (3-:J^OD-2. 4. 5, 6-f■h77;^;^D^ 
^y-fyP) - 3- (2. 4-'yyjlytuTiy) 7^ijp_ 
1*6. 3g{lKK?^7'JOA2. 5g. N. N - if jU^. 
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: 2 1 1 - 2 1 2 t 
'HNMRCCDCIs) 6 ', 

1. 40 (t. J = 7Hz. 3H). 4. 40 (q. 
J = 7 H z. 2 H) . 7. 0 2-7. 12 (m. 2H) . 
7. 44 (m. IH). 8. 31-8. 37 (m. 
IH), 8. 33 (s. IH) 

J^f-Jl 5. 6. 7. 8--rh77;U:tD-l - (2. 
4-v7;U;}-p7xx;U)-i. 4-vtKD-4-;f + 
y + y U > - 3 - 7!7 ;l/ ;K + •> b - fs : 

J^i- Jl 2. 3. 4. 5. 6 - ^ > ^ y j\, 7t a <> V ^ 

^ «fe * H o 

It : 1 7 2 - 1 7 3 t 
*HNMR (CDC l,) d : 

1. 38 (t. J=7Hz.3H). 4. 37 (q. 
J=7Hz. 2H). 7. 08 (m. 2H). 7. 
50 (m. lH).8.18(s. IH) 
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( # % «?IJ 8 D 

N - h ^ t Jl^^sLj\. ~ 2 . 4-iyyj\.7i-a-m-y 

- U > 'J T i > / ^ > 7s Jl^ >Wi^ : 

SeSg? 5 0 0 m Ml 2 , 4 - v? 7 ;U d ^ J.#g| i 5 i g 

^ua^7i(.}%mw bt£i)< >hmmt ^) ^ Aoi^^ 1 i 4g^3 o 

5g02. 4 - V 7 D - 5 - - h o^B§®f ^HS^^ 
B^B i L T |§ o 

2. 4 - V? 7;U:f D - 5 h D^.t#®f 6. lg^20ml 
(0 -y ^ a V ;i ^ > {ZtfiA.s :t 4^ 1f tj ;U D ij K 3 m 1 , N . 
N - jl^t^ jl i K 4 ri^][iD;iT> 2 ^r^}t}J|J L 

®*>^iK:te ^it^ 6 m 1 

<^ u a y ^ >lzmi-L. Vi? 0 AT 2 . 1 g^5m\ 
ON. N - V > ^ yU;^^!. A 7 ^ KJCjD^TTK^T^r^ LT 

T5^raig^|JL/c©^, 4 5 m 1 l 5 m 1 

On-^ + i^->, l 0 0mlO^@7jc^]!lD^T!g<»:9^^ 
^SL-^o W^^^l 0 Om 1 ©?gS7jcT^5feo/cOt>. ^tK 
lii^v v"!; AT^^^METir^ili t /Co afg©3^^ 
02^33'l:f®oTx^y-;U6m 1 ^ M A. 8 OV<Dmi^'P 

T'2l^ra^Di»iUT^ t§$![©N-Xh + ^;^yU:if^;|,_2. 

4-v7;l/:tD-5-x hDT^U >©ai:^y-;u^-^;g. 
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±E^«ilcl4ml<Di^y-;u^iE](IDL^ 2. Og© 
^ > X rt. 0. 2gCD10%^N*-7v'>A^^;^]!lD 

^T-Bft (1 51^ r^) ^S"C7j<^gStlDL/Co ^tiJ^*<*o 
tz<OT 2 Om 1 0^^y-;U^llD;tT<i:*^t)itja^^fllSiJL 

C # % «»J 9 ) 

N - ^ > V ;U :t + •> ;!7 ^ ;l/ - 2 . 4 - i/ y t a - 

2. 4 - y Jl:t a - 5 - - a^M.mm2 0 . 3g^ 
60ml©v?^'DDy:J'> iCjnx.^ ^T^^lf ^ )V ^ v n K 1 0 m 1 , 

N. N-->'y5^;u;fwi/AT^ Ki ^m^t\^x. -m.mw 

30mlO'>'^PD^:^>lC?§*>L15ml©N. N-v 
^ 5^ ;u 7}; T $ K i: ]!lD ;i T tK ?^ T It I^Ji L T -5 't' . v 
v>- •> A T V K 7 . 5 g ^ fi -r o ijn ^ o O ^ t 1 0 ^3- 

r^. o^^T^^a{IMLTl o^mmwLtzo-^, i o om i 

©xf-yl/i--r;i/, 5 0mlCDn-'s4-f->^ 4 0 0ml 
OsStSTK^iin^TlSi^^^jKL/wo W«ll^4 0 Om 1 
©i?S7KT2I5Igfeo/:©^. lllf7KeSgf-7^r;j;i/.i7AT^<S 
^ E T II g 1^ t /c o > V T -/P 3 - >>i/ 1 2 . 0 g * Jd 
Ax i^ETtlS^Ll 5 Om 1 O Ml'J:->^llD;tT4 0 V 
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1 0 ov(DmM^vimmmi^Lfz(Dt>mmTiz^i^L^ 

i/ i3 Jl^ Jl - 2 . 4 - V? 7 ;U ;i- D - 5 - ^ h n 7 ^ U > 
8 4 g ^ 3 0 0 m 1 ©^StK. 2 0 0 m 1 O x y - 

- < > v5 ;u ;i- + •> ;!7 sf: - ;u - 2 . 4-i^y;ita-5- 

- hDTxy >o^M*l 0 Om 1 (O Ji ^ y - izmii^ L 

X ^ fz ^ ^> izMM-r 6mmiz'j^m.-r ^jja Pi fz o t> . s o v 

1 S^P^^J^L/Co 5 0 Om 1 <DK>-{f>=^i}Qz.5^r^m 
WbfZo ^^^mmi. ^^J-)\^X^'yfz<Dh2 0 Om 1 

T ic ^ L /c o tiT tti L /cUS o 18? K" ^ V ^ y n f 
x - T-yHC:^tS: L Tats? ^la^k-g-ig^^ 1 8 . 2 g ?| o 
C H il ««J 9 7 ] 

J.'f- )l 8-:?DD-6, 7-v?7-'U;*-D-l - (2. 
4--:^7;l/;tD-5-^hD7x-;l') - l. 4-i?tK 

xf^;U 8-:J'Do-6, 7--:/7;l/;rD-l - (2. 
4-v^7;U^D7xx;l.) - i, 4-->'tKD-4-:t4- 
V + y 'J>-3-?f7;U;f;+i/U-h2. Sg^SSiKl Sml 
{wilD;i, 7jc?^Tx 5^®e;(7'J':7A9 5 0mg^il^U-r-3]!inx.. 
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x;b-Cz5fe# L/Co 2. 4 g om^it^f^^'^fzo 

: m^n^^ 

life * : 2 0 9 - 2 1 0 
'HNMR (CDC 1,) S ; 

1. 40 (t. J = 7Hz. 3H). 4. 40 (q. 
J=7Hz. 2H). 7. 43 (t. J=9Hz. 
1 H) . 8. 3 0 (s. 1 H) . 8. 3 6 (m. 2H) 

immm 9 8 ] 

8-^^PD-6. 7-v7yU;i-D-i - (2, 
4-^;7;^;^■o-5-;^;^^;^7$y7x^;^) - i, 4 

- t K D - 4 - ;f + V + y U > - 3 - tI? ;K + •> L/ - h ; 

8-^DD-6, 7-'Jyjita-i - (2. 

4-v7;U;fp-5--hD7x-;U) -1, 4_.;;t.K 
°-4-:t^V^yV>-3~:fjJlyi-:^i^ly-\s2g, 10 
%^^•7v^':7A^^2 0 0mg^v;i^PDJL^>2 Om 1 . 
0ml izM^. Tk^m^STx ^ST'3^r^it^L> 

•r;U^jD;t. @(*^il®L. x:^y-;i.^ v^x^yl^x-x 
>'l'TiJfe^L. 1. 9 g 0^i2<l:^!^;^ff 

it.^. : 223-229r 
'HNMR (ds-DMSO) d ; 

1- 27 (t. J=7Hz. 3H). 4. 23 (q. 
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J = 7Hz, 2H). 7. 76 (t. J = 10Hz. 
IH). 8. 23 (t. J=10Hz. IH). 8. 
33 (s. IH). 8. 47-8. 60 (m, IH). 
8 . 5 1 ( S . 1 H ) 

immms 9 ] 

1- (3-T^y-4. 6--:^7;U;i-D7x-;U) - 8 
- ^ a n - 6 . l-'Jyjl-^u-l, 4-vtKD-4- 
;r + v + y 'J >-3-7:7;U:it>®! : 

xf-;l/ 8-:^DD-6, 7-->'7;U:tD-l - (2, 
4 - V 7 ;u ^ □ - 5 - jfwU ^ ;l/ 7 ^ y 7 X - ;P ) - 1 , 4 
-vh KD-4-:t+V + y U >-3-?57yU^'+i/L/ - h 
1. 8g^igg?5ml.B^K2 0ml(cAD;ts 3I^P^J!)Dfi 

@i*^zi®L> c^i^yUi-xyu-c^jfe^L^Co l. 4g© 
^ la <b 1^ ^ ^ o 

i!l*:225-226.5'C 
'HNMR (de-DMSO) 6 ; 

7. 09 (t. J = 8Hz. IH). 7. 43 (t, 
J=llHz. IH). 8. 40 (t. J=9Hz. 
IH). 8. 69 (s. IH) 
( H 2S «?IJ 1 0 0 ) , 

5 - K > 'J t ^ - 1 - ( 3 - b ^ tf Jl' 
^ jl. 7 i y - 4 , 6-v?7;l';i-D7x-;l/) - 6. 7- 
v7;U;fo-l, 4-v>t KD-4-;f + 7 + y 'J>-3 
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- ij J\y ^ i/ ly - h : 

P'O y-f;UT -trx - h 1 . 3.5 g *;i-;H^ ^^x^yu 8 6 0 m g . 

t&jS^MESli L /Co ^jtlC ^DD;h;UA2 Om I ^]!ra^, 
?^ T X # % «?IJ 8 CD N - X fv + •> 5^ ;f: ^ ;U _ 2 , 4 - 

1. 2g. f> 'J x^yUT i > 0 . 5 1 m 1 rJ' y -;U2 0 m 1 
^^S^?®TL/Co ?gT*^7^x ^^S-C 2 B^P^ISI^ U /Co S 
tt^^^rMESI^L. ^S{C^®f:^i;T>A6 3 0mg. N. 
N--:?y^;l.;n;UAT^K5ml^j!n];t, SOtTl^f^ 

v^x^;Ux-xyU-Cgfe^L/Co 1. 2 g 0^iEft^Jfe;^|# 

/Co 

16.^. : 1 3 0 - 1 3 4 
'HNMR (CDC 1,) 6 ; 

1- 33 (t. J=7Hz. 3H). 1. 38 (t. 
J=7H2. 3H). 4. 26 (q. J=7Hz. 
2H). 4. 38 (q. J=7Hz. 2H). 5. 
32 (s. 2H). 6. 41 (m. IH). 6. 97 
(d. J=3Hz. IH). 7. 19 (dd. J= 



wo 96/23775 



}10 



PCr/JP9«/00152 



9Hz. lOHz. IH). 7. 26-7. 42 (m. 
3 H) , 7. 6 4 (m. 2 H) . 8. 2 5 ( s . 1 H) . 
8. 38 (t. J=8Hz. IH) 

1- (3-Tiy-4, 6-v;7;U;t-D7x^;U) - 6. 
7->?7;l/;t-D-5-tKo + >'-l, 4-vtKD-4 
- :t ^ V ^ J U >-3-:^;U+C>@?: 

x^;U s - O 'J JU t ^ V - 1 - (3-ih4^i/^;u 
;fC ^ ;P T i y - 4 . 6 - v 7 U 7 x - ;U ) - 6 . 7 - 
v7;L';fo-l. 4-i^tKD-4-:t+y + y'J>-3 
-:^;l';i-C+->L/-h500mg^48 96^<k7K^®f 5 m U 

•r ;U T' -^fe # L /c o 1 3 0 m g O E f t ^ |# o 

It * : > 2 7 0 t 
' H N M R ( d. - D M S 0 ) <5 ; 

6. 64 (dd. J=6H2. 12Hz. IH). 
6. 99(dd.8Hz. 9Hz. IH). 7.49 
(dd. lOHz. llHz, IH). 8. 77 (s. 
1 H) 

mmm I 0 2 ] 

J-^ Jl^ 1 - a 3 - O i? JU :t ^ ij JU ^ T i y - 
4 . 6 - 7 ;P :t P 7 X ~ ;u ) - 6 . 7 - 7 ;P D - 5 
- / ^ JU - 1 , 4--:;hKD-4-:t+7 + y'J>-3- 
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ij JU ^ i/ 1/ - h : 

2->f^yl'-3, 4. e - b *) y JU Tt a O ^/ 

IIS7lcfti!?3. lg{Clin^2^F^jDfiffi^L/Co&?^^>S 
Sft^MES^^L/Co ^Slw^'DD;^;^A2 0ml]!I^x.^ 
T > 0^ 9 (D N - K y i; jl. t ^ -> ij j:. JU - 2 . 
4-v7;U>t-D-m-7xJ::.U>->'7i >2. 7 8 g (D i7 

^ I . 65gs N. N-v?;'f-;l/;^;UA7^ KlOml^ 
SDx.> 9 0 r T 1 I^KSDiilti^ L /Co Str.j'S ^7jC 

4 gO^Efb^sfe^^f/Co 

St*: 202-204'C 
'HNMR(CDCl3)<5: 

1. 38 (t. J=7H2. 3H). 2. 92 (d. 

J=3Hz.3H).4.38(q.J = 7Hz. 
2H), 5. 21 (s. 2H). 6. 50 (t. J 
=9Hz. IH). 7. 08 (brs. IH). 7. 
19 (t. J = 10Hz. IH). 7. 39 (brs. 
5H). 8. 27 (s. IH), 8. 38 (t. J 
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= 8 H z , 1 H ) 

immm 1 o s) 

1- (3-T$y-4, 6-i?yjutoyji-jU) - 6, 
7-':^yjl^ta-5-/^jU-l, 4 - -J t h' a - 4 - yt 

X ^ ;l/ I - [ 3 - > Jl^t ^ t JU7 i J 

-4. 6-v^7;l/:fD7x-;l')] - 6. 7 - 7 Jl. t a 

3-7^7 >'U;K+->U-h2g^j^Kl 0ml. ilK20ml 

{ciD;t> 3 i^F^Ao^sijfe L/co mEi^m L . mm 

'&ti^LfZo Q 4 0 m g Ol^^it^^ir^fZo 

Si : > 2 7 0 
'HNMR (de-DMSO) <5 ; 

2. 8 6 Cb r s. 3H) . 7. 0 7 (t. J = 8Hz. 
IH). 7. 20 (m, IH), 7. 52 (t. J 
=llHz. IH). 8. 81 (s, IH) 

inmm 1 o 4 ] 

x-f;P 5. 6. 7. a-v-b^pyjl^yta-l - (2. 
4-v^7;U;J-D-5--hD7x-;U) -1, 4-.;;?tK 

^i- )l 5. 6. 7. 8-xh77;U;tD-l - (2, 
4 - 7 :t D 7 X - ) - 1 , 4 - t K D - 4 - ;J- + 
y + y U > - 3 - 757 ;U + X L/ - h ^ ffl ^^ /c 15 ;!)^ {i Hill^j 
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9 7 tmmtz LxmB<t^i^^mfzo 
: m^n^^ 

235-238t: 
•HNMR (d,-DMSO) 6 ; 

1. 26 (t. J=7Hz. 3H). 4. 23 (q 
J=7Hz. 2H). 8. 15 (t. J=10Hz 
IH). 8. 54 (s. IH), 8.95 (t. 
= 8 H z , 1 H ) 

immm 1 0 5 ) 

Ji^ 5, 6. 7. 8-xh77yU;i-D-l - (2. 
4 - 7 ;U o - 5 - ;l/ ^ 71/ 7 ^ / 7 X ^ ;b ) - i . 
- V h K u - 4 - :r + V + / > - 3 - ;l/ ;fC 4^ •> Ix - |. 

J^f->'l^ 5. 6. 7. 8-rh77yl/;i-n-i - (2. 
4-i^yjU:^n-5--\^nyj,-jV) - i, 4-v;h 
n - 4 - ;j- 4- V ^ y .j > - 3 - ^ Jl t: ^ U - h ^ ffl t^ 
{5 li^m«»J 9 8 i L T^E^^:^^^^^f /c o 

: 

: 179-182'C 
'HNMR (de-DMSO) 6 ; 

1. 25 (t. J=7Hz. 3H). 4. 22 (q. 
J = 7Hz. 2H). 7. 78 (t. J = 10Hz. 
1 H) . 8. 3 4 (s, 1 H) . 8. 4 4 (s. 1 H) . 
8. 55 (t. J=8Hz.lH) 

immM I 0 6 ] 

5 - 'J ;IT I y - e , 7. 8-hU7;U:t 
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D-1- (2. 4-v^7;U^n-5-;^yI/ = ;UTW7x 
-1, 4->ftKp-4-^^v + yu>-3-:^ 

;u jfC + •> 1/ - h : 

xf-;U 5. 6. 7, 8--rh77;U;i-n-l - (2. 
5 4-v'7;U;i-p-5-'^;U=;l/T^y7x — ;u) - l, 4 
-vh KD-4-;i-+V^y U >-3-/7;U:fC+vl/ - h 
800mg. ^>-:;;UTi>0. 2 1ml. ^tK^K?!/'; 
':7i*240mg^h;Ux>30mM:iDx.. -BJfejDf^jSiiilE 

MM i^.sr. f- jlji - f Jl^ ^ IJD A. . v^x^;U 

Si * : 1 5 1 - 1 5 6 

15 'HNMR(d6-DMSO)<5: 

1. 24 (t. J=7Hz. 3H). 4. 19 (q, 
J=7Hz. 2H). 4. 66 (m. 2H). 7. 
29 (m. 2H). 7. 36 (s. 3H). 7. 73 
(t. J=llHz. IH). 8. 33 (s, 2H). 

20 8.50(t.J=8Hz,lH) 

immm 107) 

xf-;u 5_7?y_6, 7, 8-h'j7;U;rD-l- 
(2, 4-v'7^l/:*-o-5-^WUi>»UTiy7xx;U) - 

1. 4-vt KD-4-;*- + 7 + y 'J>-3-*>U*'+> 
25 U — h : 
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5 - ^ > 'J JU 7 i ^ - 6 . 7, 8-hij7;l':t 
a-1- (2. 4--:^7;l/:to-5-:fwU>;UTW7x 
^Jl) - 1 , 4 - 'J t KD-4-;r + y + y ij;^_3_/; 
^U^'+i/U-heOOrngx l O^/N'^vf'i^A^^l OOmg 

mwc 2 Bfumt^btzo y > > y Ji^ ^ - T i: m 

Sf*:^^t.|!l Lx V X - f- ;1/Ti5fe^# L7w o 4 2 0 m g 

life * : > 2 3 0 ( ^ IS? ) 
'HNMR (de-DMSO) 5 ; 

1. 25 (t, J=7Hz. 3H). 4. 20 (q. 
J=7Hz. 2H). 7. 73 (t. J=llHz. 
IH). 7. 88 (brs. 2H), 8. 30 (s. 
IH). 8. 34 (s. IH). 8. 49 (t, J 
= 8 H z . 1 H ) 

inmm 1 o s ) 

5-Tiy-l-(3-7W-4, 6-v7;U:tD7 
xx;l/) - 6. 7, 8-|>'J7;l/;tD-l. 4-xtKD 
-4-:t + V + y U>-3~:»^;;I/;^'>K: 

5-7i/-6, 7, 8-h'j7;P:4-D-l- 
( 2 , 4 - 7 ;l/ D - 5 - * ;p > ;i/ T W 7 X X ;i/ ) - 
1. 4-v'h KD-4-:t+V + y U>-3-^ 
1^ - h ^ ffl l> li (iHli^iJ 9 9 i ixmB^t^^ 
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* f# o 

Hfe * : > 2 7 0 t: 
'HNMR (de-DMSO) 6 : 

7. 14 (t. J=8Hz. IH). 7. 42 (t. 
J=10Hz. IH). 8. 50 (s. IH) 

i^mm 1 0 9 ) 

i 1 - ( 3 ' < > Ji^ t ^ ij Jl ^ JU 7 i y - 

4. 6-':^7;i/^D7x-;i/)-7-^DD-i, 4-i; 

t KP-4-;j- + V- l. S - ± 7 i- ^) i? > - 3 - ij ji 
2, 6-i^^DP-af-y^yl/7-lrx-hll. 

ft^i^S. 2 gll h;Ui>2 Om 1 ^ilD;i^ #%^J9©N 
- < > V ;U •> ^ ;U - 2 . 4 - 7 ;l/ :t p - m - 

7x^U>->'7^>3. IgOh^UxviOml.X:?/- 
^Wl Om l^^g^^TL. ?iST^I7'^^ M&T'-mmW L 
/wo Sf&^^-Sr^^ESISL^ xf-;U 2 - (2. 
nx3f-y>r;l/) - 3- (3-<>>';^;^+•>^;^;}-Cx;^ 
7^/-4, 6-':?7yl/^P7xx;l/Tiy) 
h ^ ^# /c o -5- O ^ fi ^ N . N - >^ i- Jl^t> i K 1 0 m 1 

i^i^m^ -^^ ^wtij ^ 1 . 3 9 g ^ijnA.. m^^x'-m 

Jl, X f- A X - -f ;KD II (r gfeC> , 3. 4g<Dm^<t^<^ 
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at*: 242-243'C 
'HNMR(CDCl3)<5: 

1. 41 (t. J=7Hz. 3H), 4. 41 (q. 
J=7Hz. 2H). 5. 22 (s, 2H). 7. 
01 (brs. IH). 7. 13 (t. J=9Hz. 
IH), 7. 37 (s. 2H). 7. 40 (s. 3H). 
7. 50 (m. IH). 8. 35 (m. IH). 8. 
54 (s. IH). 8. 72 (d, J = 8Hz. IH) 

1- (3-7iJ-A, 6-v7;U:tD7x-;U) - 7 
- i7 a a - 1 , 4-v^tKD-4-;i- + v- l, 8 - y 
f- U V? > - 3 - ^ ;U > ®? : 

X ^ ;U 1 - ( 3 - O 'J JU t t Jl s:. 7 i y - 
4. 6-v7;l':tP7x-;U) - 7- :?dd-1, 4->- 
t Kp-4-:t+y-l. 8-:^7f-Uv^>-3-?:7;l/;K 

+ ->u-hi. 0 g I 2 m^i^m 4 m ] . mm S m \ ^ 

vi^;l/i-ir;U0liI|{igfeo^, 5 5 0mgO^i£fb^!^^ 

o 

: ^feta* 

It : > 2 7 0 
'HNMR (ds-DMSO) <5 ; 
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7. 07 (t. J=8Hz. IH), 7. 44 (t. 

J=10Hz. IH). 7. 80 (d. J=8Hz. 
IH). 8. 78 (d. J=8Hz. IH). 8. 
9 6 ( s , 1 H ) 

5 i^mm 1 I 1) 

-I^D7x-;U) -1, 4-vt:Ko-4-:t + V- l. 
8 - i- 7 i- V 'J > - 3 - jl^:f. yWt : 

10 -1, 4-vtKp-4-:t + V- l. 8-:^7f-'J 

v>-3-:^;l.;K>Kl. 5g ^zgSiii? 1 0 m 1 ;l . 
5^®f^U7Al. 4g*ij/L-:^-^tl>l^ 8 0 W 2 ^miJQ 

15 L/Co 1. 1 g O^ie^b^^^tf /Co 

Sfe.^. : > 2 7 0 
'HNMR (de-DMSO) 5 ; 

7.89(t,J=10Hz.lH).8.09- 
20 8. 17(m, IH), 8. 59-8. 66(m. 

IH). 8. 80 (d, J=7Hz, IH). 9. 

0 8 ( s . 1 H ) 

immm 1 1 2 -} 

/ Ji^ 7-^au-6-yj]/:ta-l - i 4 - y Jl yf 
25 D-3-xho7i-;U) -1. 4-->'tKo-4-;r + 
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V-1, 8 - i- y ^ V > - 3 - ij Jl^ ^> ^ i/ ly - h : 

y^y-;U2 5m 1 tz^it^ t -jU 1 g ^ MT L . Z O 
/§^i:7-:^DD-6-7;l/ - (4-7 
3-^ho7x-;U) -1, 4-vtKp-4-;f+7- 
1. 8 - i- y i- ^) 'J > - 3 - ij ju rf. I , I g ^jjQA.. 

^ - 7- IJQ A. . m W =^ MySSL L fz o 1. 4g©MiSfk'^«fef 

^ t# o 

207-2 12^ 
'HNMR(d,-DMS0)<5; 

3. 78 (s. 3H). 7. 87 (d. J=9Hz, 
IH). 8. 10-8. 17 (m. IH). 8. 54 
-8. 62 (m. 2H). 8. 78 (s. IH) 

mmm 1 1 3 ] 

1- (3-7^-4-7 ;U;*-D7x-;I/) - 7- ^'d 

D-6-7;U:*-D-l, 4-xtKP-4-;f+V-r, 

8-:^7f^'J > - 3 - i7 Jl : 

7-:^OD-6-7;U;t-p-l - (4-7;U;j- 
D-3-xhD7xx;U) -1, 4-->'tKD-4-:f + 
V - 1 , 8 - i- y ^ V 'J > - 3 - JU ^ •> - h 6 0 0 m g 
^ji^J-JU 30ml. nffWt 10ml. v;^opjL^>30ml 
izmmt. 1096/N"7v'i7A^^10 0mg^iin;t/Co7K 

^^ffl^T. mf^T-mmnbfzo ^ > y ^ > y ^ ^ - 
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mmi m 1 ^•SD;t. 1 0 ox-c-^mmmwLtzo sejbe 

51 L . x^;Ui - x^U-egfe^ L /Co 1 6 0 m g O^lfiYt 

: 

il! : > 2 7 0 t 
'HNMR (de-DMSO) 5 ; 

6. 74-6. 83 (m. IH), 6. 96 (dd. 
J=3Hz, 8Hz. IH). 7. 23 (dd, J 
=9Hz. llHz. IH). 8. 76 (d. J= 
8Hz. IH) 8. 79 (s. IH) 
C H ife 0IJ 1 1 4 ] 

x^;!. 7-^Dp-l - i ^ - J. V ^ i/ -h )l - JIT 
I J - A , 6-v7;U:t-D7x-;U) - 6- 7;U^d-4 

-* + v- i. 4-vkKD-i. B - i- y ^ ^) i; :y - z 
- ij )V Tf. Jf- 'y i/ - Y : 

1. 25g02. 6-•:;^p^-5-7;^;^Dx^f^/ 

xh + ->-2 - (2- 6' ->?^nD-5' - 7;U;i-ox 
=j^y>r;u) T ^ ^) Jim ^ ^ )i X 7- )i ^ ^ i)^ \^ fz / ^ J - 

0 m 1 (Z , # % 8 O N - X h + •> ;U ^ - 
2, 4-v7;U;j-D-ni-7x-l/>v'7^>-y:^>X 
>'l''^>Kigl. 3 0g^, 500mg©h';xf-;U7i> 
i t {CJD^ /Co - ©^j^^^ffiTtcSi^ L /Co ctijr, 
5 Om 1 O^DD;J;;Ui.5 Om 1 ©^S7jc^jD;tTjgi:9 
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T izMm ttZc B^iZ 2 . 1 e (^MT^^WtiJ U ^ A t 4 m 1 
ON, N - i> ;t ^ t> 2.7 i h'^^ijatXQOVClS^ 
f^W L fz o tSC^ b > 5 Om lO^aat^jUAtS 0 Om 1 
0|£S7K*iin^ T^^x o(,^T^□D;^;^Al^^ SOOml 

i^J'y-;!., y:^D e;Ui-5^;uoli{r^jfe^-C. 6 4 7 mg 

ai!.^, :209-212'C 
'HNMR (de-DMSO) 6 : 

1.2 4(t.J=7Hz,3H).1.28(t. 
J=7Hz. 3H). 4. 13 (q. J = 7Hz. 
2H), 4. 24 (q. J=7Hz. 2H), 7. 
70 (t. J=10H2. IH). 8. 03 (t. 
J=8Hz. IH). 8. 54 (d. J=8Hz. 
IH). 8. 76 (s. IH) 

i^mm 1 1 5 ) 

7-:J'DD-l - ( 3 - J. h ^ ij JU^. ^ JV7 i y - 4 , 
1. 4--:;tKD-i. 8 - ± y i- ^) i; > - 3 - ij jut: > 

s.^ )\, 7-^DD-l - (3-xh + v/7!7yU;Jfj^;UT 
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-*;U*'4^->U--h200mg^l. 5 m I <D 3 M^i^W 

ife*. : 233-235'C 
'HNMR (de-DMSO) 6 ; 

1. 24 (t. J=7Hz. 3H). 4. 13 (q. 
J=7Hz. 2H). 7. 71 (t. J=10H2. 
IH). 8. 08 (t. J=8Hz. IH). 8. 
77 (d. J = 7Hz. IH), 9. 06 (s. IH), 
9 . 6 5 ( s . 1 H ) 

mmm 1 1 6 ) 

1- (3-T$y-4. 6-v^7;U:tD7x::i;U) - 7 
-i?DQ-6-7;U;J-D-4-;t + V- l. 4-->'hKp 
- 1 . ^ - i- y f- > - 3 - ij JU7f. >Wt(Dmi^^}^!i. : 

x^;U 7-^pQ_i_ ( 3 - x. h ^ -> ij - j\, 7 
i y - 4 , 6-i^7;U^D7x-;l/) - 6--7>'b;tD-4 
-5J-+7-1. 4--:;tKo-l. 8-:>-7^'Jv>-3 
-;^;U;K+'>U-h2OOmg^2ml06 j^^iggf i 2 m 1 
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i±l^^ii:5!?L> 'J ^ v -f n [£ j\/ ^ - -f o m 

C H ill 1 1 7 ] 
7 - (3-7=yT-tf^v^>-l->f;U) -1- (3- 

1. 4-vt:Kn-4-;t- + V- l. 8 - ± 7 i- ^) -J > - 

1- (3-Tiy-4. 6-v'7;l/;J-D7x^;l/) - 7 
-^'OD-6-7;U:tP-l, 4-vtKa-4-;f-4^V 
-1. 8-:^7•fUv>-3-7^7;^;K>®^3. 7 g t 3 - 
Tiyr-tf^i? > -^Wii^ 2. 18g«i:h>Jx5^;U7=> 

^U. ^'y7'Df>'Ui-x;UTgfe^LTs 3. 7go#i£ri: 

^ ?# o 

St-^, :168. 5-170. 5*C 
'HNMR (d.-DMSO) <5 ; 

3. 60-4. 60 (m. 5H). 5. 35 (brs. 
2H). 6. 95 (t. J=8Hz. IH), 7. 
35 (t, J=10Hz. IH), 8. 03 (d. 
J=ll. 5Hz. IH). 8. 68 (s. IH) 

lumm 1 1 8 ) 

1- (3-T^/-4, 6-v7yl/;tP7x-yl/) - 6 
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(3-t o ^ -> T -if i- 'J > - 1 - y( JU) 
-1. 4-v;tKD-4-^ + v- l, s - i- y i- V 'J > 
- 3 - :^ ;U ;K > S : 

1- (3-7^7-4. 6-v;7;l/:tD7xJi;U) - 7 
-^DD-6-7;P;i-a-l, 4-v^tKo-4-;f+y 
-1, 8-:^7f-Uv?>-3-/7;U;i-:>if<i:3-hKD + 
•> T -t? ^ > K t h U X ^ ;U T = > ^ ffl C> fife II . H 

ilfi*:>253'C(^»?) 
'HNMR (de-DMSO) 5 ; 

3. 60-4. 65 (m. 5H), 5. 35 (brs. 
2H). 5. 82 (brs. IH). 6. 95 (t, 
J=8Hz, IH). 7. 35 (t. J=10Hz. 
IH), 8. 03 (d. J=ll. 5H2. IH). 
8 . 6 8 ( s . 1 H ) 

immm 119] 

1- (3-7iy-4, 6-v?7;U:tn7x-;l') - 6 
-7;U;tp-7 - (3->/^;U7^/7-lff-i;>-l-^ 
-1. 4-v;kKD-4-;i-+y-l, 8 - 7 i- ^) 
> - 3 - ij >m : 

1- (3-7^7-4. 6-v7;U;i-p7x~;U) - 7 
-^nD-6-7;U:tD-l. 4-ytKo-4-:r4^y 
-1. 8-:»-7^'Jv>-3-:^;U:fC>ge<!:3-/-f;U7 



W09«23775 



125 



PCT/JP96A)01S2 



M*:135. 5-140. 5"C 
'HNMR (de-DMSO) 6 ; 

2. 53 (s. 3H). 3. 80-4. 90 (m. 
5H). 5. 38 (brs. 2H). 6. 97 (t. 
J = 8Hz. IH). 7. 36 (t. J = 10Hz. 
IH). 8. 11 (d. J=10. 7Hz. IH). 
8 . 7 0 ( s . 1 H ) 

1- (3-T$y-4, 6-v/'7;l/;fD7x-;U) - 7 
- (3-xf-;i/Tiy7-lf^v^>-l->l';l/) - 6- 7 ;U 
t a - 1 . 4-i;hKo-4-;l- + V- l. 8 - i- y U 

> - 3 - ^ ;U > : 

1- (3-7iy-4, 6-v7>'UpJ-D7i^;U) - 7 
-:^PD-6-7;U;*-D-l, 4-v?tKn-4-;i- + V 

-1. 8-:^7f•'Jv^>-3-7:7;^:t:>i?<t3-x^;^T 

1 7ti^#(cLT^E<i:^!fe^t#/c„ 

144^ : ^^^% 
ail 122. 5-124'C 
'HNMR (de-DMSO) 8 \ 

0. 98 (t. J=7Hz. 3H) 2. 45 (q. 

J=7Hz. 2H). 3. 2 0 - 4. 8 0 (m. 5H). 

5. 34 (brs. 2H), 6. 94 (t. J=8Hz. 
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IH). 7. 35 (t. J=10Hz. IH). 8. 
01 (d, J = 10. 7Hz. IH). 8. 67 (s. 
1 H ) 

inmm 121] 

1- iS-Tiy-4. e-'yyjUtayj.-Jl) -7 
- {3-iy/i-Jl^TiJ7-ei-i/>-l-^Jl^) - 6- 7 
)lt u - \ , 4-vtKu-4-:r+V-l. ^ - i- -7 "f- 
'J > - 3 - :?f7 ;U > K : 

1- (3-Ti>'-4, 6-v7;U;*-D7x-;l/) - 7 

4-vbKa-4-:t + 7 
-1, 8-:J-7f-'J-:;>-3-:^;l/;hC>@?(i:3-i>'y^;U 
7 ^ y 7 -if i- 'J > -^WtM t h 'jxf-;U7 ^ >^ffll^/;flfe 
II X HMfl^Jl 1 7c!:|^3^CLTillS<l:^i^CD7';-i*:^t# 
/Co ::®®it:110mg^^oD:n;UA5ml{C^)i?Ls 
4S^^S?/'l. 4-v^;J- + 1>->2ml^iD^/wo^Ji^ 

St .ifi : > 2 4 2 ( ^ P ) 
'HNMR (de-DMSO) 5 : 

2. 72 (s. 6H). 3. 90-4. 80 (m. 
5H). 5. 20-6. 70 (br. 2H), 7. 
18 (t. J=8Hz. IH). 7. 45 (t. J 
= 10Hz, IH). 8. 13 (d, J = ll. IHz. 
1H).8.73(S.1H) 
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1- (3-7iJ-4, 6-v^7;P;i-u7x-;U) - 6 
-7;U:tD-7 - (h7>X-2-yf-;U - 3- 7^77 
•feffv^ ;U) -1, 4-v?tKD-4-:i-+V- 

1 , 8 - :^ 7 ^ 'J > - 3 - ^ ;U > ®? : 

1- (3-7^y-4, 6-v^7;U:4-o7x-;U) - 7 
-:^nn-6-7;U:to-l. 4-vhKD-4-;4-+y 
-1. 8-:^7^'Jv>-3-:^>/U;fC>®^<!:h7>X-2 
-^f-;U- 3 - 7 ^ y7-tf5^v>-jtgg?ig<»: h iji^;|.7 

ll!!!.^:>237X:(^S?) 
'HNMR (de-DMSO) 6 ; 

0. 90-1. 35 (m. 3H). 3. 20-3. 
55 (m, 2H), 3. 80-4. 60 (m. 2H), 
5. 37 (brs. 2H), 6. 85-7. 05 (m. 
IH). 7.25-7. 50 (m. IH). 8. 09 
(d. J=9Hz. IH). 8. 72 (s. IH) 
immm 12 3] 
7- (3-7^y74f^':;>-l-^';l.) -1- (3- 
7^-4, 6-v7;U:tn7x->'U) - S- yjlta- 
1. 4-vtKD-4-;j-^7-l. 8-:^7f■'Jv>- 
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Ms^, : 179-184'C 
'HNMR (de-DMSO) 5 ; 

2. 28 (s. 3H), 3. 50-4. 80 (m. 
5H). 6. 96 (t. J=8Hz. IH), 7. 
11 (d. J=8Hz. IH). 7. 37 (t. J 
= 10Hz. IH). 7. 48 (d. J = 8Hz. 
IH). 8. 12 (d. J=ll. IHz. IH). 
8. 30 (brs. 3H). 8. 74 (s, IH) 

immm 1 2 4 ) 

7 - (3-7;y7-tf^v;>-l->i';U) -1- (3- 

T i / - 4 , 6--:^7yU:tn7x-;U) - 6- yjUta- 

1. 4-':^tKn-4-;*- + V- l, 8 - y ^ *) 'J > - 

3 - ij Jl^ ^ / ^ > 7, > : 

<b ^ «^ 1 1 7 1 ^ > 7. > m m iii)^ li. mmm 

it : > 2 1 4 ( ^ *? ) 
'HNMR (de-DMSO) 6 ; 

2. 34 (s. 3H). 3. 80-4. 80 (m. 
5H). 6. 96 (t, J=8Hz, IH), 7. 
37 (t. J=10Hz. IH). 8. 14 (d. 
J = ll. 2Hz. IH). 8. 31 (brs. 3H). 
8 . 7 4 ( s . 1 H ) 

immm 1 2 5 ) 
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7 - (3-7iy-3->^;U7-e^v>-i->r;L/) 

-1- (S-Tiy-4, e-i/yjUtayjiSLju) - 6 
-7;U^D-1, 4-v;tKP-4-;*-^7-l. 8-:h 
7 f- U V? > - 3 - :^ ;U > K : 

1- (3-T$y-4. 6--:^7;l/;i-o7x-;U) - 7 
-^po-6-7;U;j-D-l, 4--:?t:KD-4-;*-4^V 
-1. 8-:^7^'J>?>-3-:^;I/;J;>®?(i:3-T^y- 

{5 *^ l± . ^ Jfe «»J 1 1 7 <>: 1^ ^ L T E <b ^ ^# c 

ilt*:244-246.5'C 
'HNMR (ds-DMSO) 6 ; 

1. 42 (s. 3H), 3. 20-4. 55 (m. 
4H), 5. 37 (brs. 2H). 6. 95 (t. 
J = 8Hz, 1H).7. 36 (t. J = 10Hz, 
1 H) . 8. 0 7 (d. J = 1 1 . 1 H z . 1 H) . 
8 . 7 1 ( s . 1 H ) 

7 - (3-L-77-;UTWT4ff-->'>-l->r;U) 
-l- (3-7$y-4, 6-v^7>l/:tD7x-;U) -6 
-7;U^p-l, 4-i^tKP-4-;t + V- l. 8-:^ 
y i- ^) 'J > - 3 - ti Jl^ ^. > Wt : 

1- (3-7$>'-4, 6-v/'7;U:tD7x-;U) - 7 

4-vhKo-4-;t- + V 

-1. 8-:^7^';•:;'>-3-*y^d-:>®f<»:3-L-77 
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It*: 208. 5-214t 
'HNMR (de-DMSO) 6 ; 

1. 28 (d. J=6. 8Hz. 3H). 3. 55 
-3. 75 (m. IH). 3. 70-4. 80 (m. 
5H). 5. 38 (brs. 2H). 6. 97 (t. 
J=8Hz. IH), 7. 36 (t. J=10Hz. 
1 H) . 8. 0 7 (d. J = 1 1 . 1 H z. 1 H) . 
8- 70 (s. IH). 9. 07 (brs. IH) 

iMmm 1 2 7 ] 

1- (3-7$>'-4, G-'Jyjl^yirayj.-iju) - 6 
-yjl:ta-7- (3-L-v<ij;UT5 yr-tf^ •>'>-! 
- ^ JU) -1. 4-->'tKn-4-;*-+y-i. 8 - i- y 
^ 'J V > - 3 - v*!/ > K : 

1- (3-7^y-4. 6-C^7>'U;j-o7x-;l/) - 7 
-:?DD-6-7;U:^-D-l, 4-vtKa-4-;*- + y 
-1. S - i- y U 'J > - 3 - i3 Jl^ > m t 3 - L - ^< 

ill,^. :262. 5-264. 5 V 
'HNMR (d,-DMSO) S ; 

0. 78 (d. J=7Hz. 3H). 0. 85 (d. 
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J=7Hz. 3H). 1. 70-1. 95 (m. IH). 
2. 91 (d, J=5. 5Hz. IH). 3. 70 
-4. 80 (m. 5H), 5. 35 (brs. 2H). 
6. 95 (t. J=8Hz. IH). 7. 35 (t. 
J=10Hz. IH). 8. 06 (d. J=ll. 
IHz, IH). 8. 52 (brs. IH), 8. 
6 9 ( s . 1 H ) 

immm 1 2 s ) 

1- (3-7^y-4. 6--:^7;U3t-P7i^;U) - 6 
-yjl^tTn-l- (3-y^;U7^yeD'Jv>-l-^ 
Jl^) - 4-v?tKD-l, 8-:^7^'J 

> - 3 - :^ ;U > @? : 

mm 4 8 tmmi:: LrmBit^^^ntzo 

St*: 273-276^: (^M) 
'HNMR (de-DMSO) d ; 

1. 79 (m. IH). 1. 93 (m. IH). 2. 
24 (s. 3H). 5. 35 (brs. 2H). 6. 
96 (t. J=8Hz. IH). 7. 36 (t. J 
=10Hz. IH). 8. 03 (d. J=12Hz. 
IH). 8. 68 (s. IH) 
C H il fi»J 1 2 9 3 
1- (3-Tiy-4. 6-v7;l/:tD7i^;U) - 6 
-yjl:tn-7- [(3S) - 3- ( / Jl T i y ) t'o 
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0 'J > - 1 - >( - 4 - :t ^ V - 1 , 4-vt Kd-1, 
8 - i- y ^) > - 3 - ij JUt: >JSk : 

(3S) - 3- (/i-ji^riy) t' D -y > -mmm^m 

ill!.^. :24 6- 248^(^j») 
'HNMR (d.-DMSO) S ; 

1. 79 (m. IH). 1. 92 (m. IH). 2. 
23 (s. 3H). 3. 18 (m. 2H). 5. 35 
(brs. 2H). 6. 97 (t. J = 8Hz. IH). 
7. 3 6 (t. J = 1 OHz. 1 H) . 8. 0 2 (d. 
J=13Hz. IH). 8. 68 (s, IH) 

1- (3-T = y- 4, 6-'>'7;l/;fD7x-;U) - 6 
-7;U;i-p-7 - [(3S) - 3- i i- Jl 7 i y ) t' a 
Ux>-1-^;U] - 4_:t + V- l. 4-xtKD-l. 
8 - :^ 7 5^ >; V > - 3 - * ;U ;f: > : 

(3S) - 3- (JL^ JUT i y ) t°Dyv>-jtgg?ig;^^ 

Sfe.^. : 248-25 It (^g?) 
'HNMR (de-DMSO) 6 ; 

0. 98 (t. J=7Hz. 3H). 1. 75 (m. 
1 H) . 1 . 9 5 (m. IH), 5. 35 (brs. 
2H). 6. 96 (t. J=8Hz. IH). 7. 
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36 (t. J=llHz. IH). 8. 01 (d. 
J=12Hz. IH). 8. 67 (s. IH) 
immm 13 1) 

1- (3-7^y-4. e-i?yjl^tayx-Ji^) - 7 
- (3-7W-3-yf-;UlfDUv;>-l->f';U) - 6 

4--:;tKD-l. 8-± 

y 'J' V -y > - 3 - ij J\y ^> >Wt : 

3 - 7 ^ y - 3 - / ^ ju t' a 'J v >-^mm^mi-fzii 

16*: 223-225^ 
'HNMR (d,-DMSO) 6 ; 

1. 20 (d. J=3Hz, 3H). 1. 60 (m, 
IH). 1. 71 (m. IH). 5. 35 (brs, 
2H), 6. 96 (t. J=8H2. IH), 7. 
36 (t. J=10Hz.lH), 7. 99 (d. 
J=13Hz. IH). 8. 63 (s. IH) 

inmm 1 s 2 ) 

1- (3-7^y-4, 6-'yyjU7tayj^s^ju) - 7 
- (3-7$/yf-;Uh°D'J.v?>-l-^;U) - 6- 7 ;u 
^D-4-3f + v- l. 4-v;hKD-l. 8 - i- y ^ 

> - 3 - ij ^: >m : 

3 - 7 $ y y ;u h" D > -i^Ki^^ ffl C^ /C {i *^ (iH 
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It, if: 205-210^ 
'HNMR (d.-DMSO) S ; 

1. 42-1. 98 (m. 2H). 2. 60 (d, 
J=7Hz. 2H). 5. 34 (s, 2H). 6. 
96 (t. J=8Hz. IH). 7. 35 (t. J 
=10Hz. IH). 8. 01 (d, J=12Hz. 
IH). 8. 66 (s. IH) 

1- (3-7^y-4, 6-v?7;l<';rD7x-;l/) - 7 
- (4-7iyf'^>Jv?>-l-^;l/) - 6- yJlto- 
4-* + V- l. 4-C^tKD-l, 8-:^7f•Uv>- 
3 - ij Jl^^ >m : 

4 - 7 i J U >r:gi^^g^ffll^y;: (5;!>N{i||M0'J 4 8 

St * : 2 1 2 - 2 1 5 
'HNMR(d6-DMS0)5: 

1. 28 (m. 2H). 1. 74 (m, 2H). 2. 
95 (m. 1H).3. 10(m. 2H).4.06 
(m. 2H). 5. 39 (s. 2H), 6. 97 (t. 
J=8Hz. IH). 7. 36 (t. J=10Hz. 
IH). 8. 06 (d. J=12Hz. IH). 8. 
6 7 ( s , 1 H ) 
( H ife fi^J 1 3 4 ) 
1- (3-Tiy-4. 6-v7>'U:i-D7x^;P) - 7 
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- C>7.-3-TiJ-4- / h ^ -> \f a ^} > - 1 - 
Jl) - 4--:^tKo-4-;f + y- l, 

8-:^7f-'Jv^■>-3-:^;^:^'>®?: ■ 

jH! * : > 1 6 4 ( ^ ^ ) 
'HNMR (ds-DMSO) d ; 

3. 13 (s. 3H). 3. 73 (m. 2H). 3. 
93 (m. IH). 5. 38 (brs. 2H). 6. 
97 (m. IH). 7. 37 (m, IH). 8. 10 
(d. J=12Hz, IH). 8. 71 (s. IH) 

i^mm 1 S 5 } 

1- (3-T^y-4, 6-v7;U;^-D7x-;U) - 6 
- [3 - (2-hKo + >'jL^;l,7«y) 
h' a V -1, 4-v?hKD-4-;t + y- l, 8- 

i- y i- V > - 3 - ij jl >Wi : 

3 - ( 2 - h K P + •> X f- ;U 7 ^ / ) n U > " K 
^'£•ffi^^^(3;^)^«^^l6^?|J4 8<^:l^:^^CLT^i^^^:'^^fel^^# 

il!ll*:>235^(^)S?) 

'HNMR (de-DMSO) 6 ; 

1. 65-2. 13 (m. 2H). 2. 52-2. 
70 (m. 2H). 3. 42-3. 58 (m. 2H). 
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4. 55-4. 73 (m. IH). 5. 36 (brs, 
2H). 6. 97 (t. J=8Hz. IH). 7. 
36 (t, J=llHz. IH). 8. 04 (d. 

J = 13Hz.lH).8.69(s.lH) 
immm 13 6) 

1- (3-TiJ-4. 6 - if y jUyf a y J, jU) - 7 

- (7-Tiy-5-T-*rxt'u [2. 4] ^ y - 5 

- ^ - Q- yjVtu-l, 4-v/'tKD-4->j- + 7 
-1. 8-:>-7^Uv^>-3-^;U;Jf>K ^igfig: 

7 - t e r \.-:ff-)V:^^'yi3)i,7f. s.)i,TlJ~^-T 
I^XfD [2. 4]A.:/-{,>Bf*173mg. h'jx^yu 
T I > 1 6 4 m g ^ V- > ^ ;u ;^ ;u + •> ^ 2 m 1 IC io x. . 
8 0 t TSPfiiti^ L 4' t> 1 - (3-TW-4, 6-v 
^^yU^D^xX^U) - 7- ^'DD-6-7;l/;*-n-4-;j- 
+ V - 1 . 4 - V t K D - 1 . 8 - :H 7 .J > - 3 - 
yU:f:>®f2 0 0mg*in;i. -^Ot^-BJfeffit^L/Co SC^ 
^^ SC£:j^{Cvx^;Ux-7^;U^jn;i. :r. i- ji ^ - y- ll, 

OD*;UA30mU 4«^J^®?-v>j- + 1f>5ml*iD 
i^-QlSt^LfZo 1 2 0 m g o <i E lb ^ «fe ^ |# o 
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84,^. :>222'C(^«?) 

'HNMR (d,-DMSO) <5 ; 

0. 78 (m. 4H). 3. 2 6-4. 4 4 (m, 

6 H) . 7. 0 9 (m, 1 H) , 7. 4 1 (m. 1 H) . 
8. 12 (d. J = 13Hz. IH). 8. 35 (brs. 
3H) . 8. 73 (s. lH) 

immm 1 3 7 ] 

7 - (3-7WT-if^i;>-l->r;U) - 6- 7;U;i- 

D-1- (2. 4-->'7;U:to-5-yf^;UTiy7x- 
Jl^) -1. 4->^tKD-4-:t+y-l. 8-:^7^'J 
> - 3 - ij JU : 

7-i^aa-6-yjl^a-l - (2. 4 - y Jl^ t a 
-5->f-;UT^y7x^;U)-l, 4-':^tKD-4- 
^+V- 1, 8-:^7^'j v>-3-:^;U;};>ie<i:3-7 

ffl! : > 2 3 1 ( ^ ) 
'HNMR (de-DMSO) 6 ; 

2. 69 (d. J=4. 3H2. 3H). 3. 80 
-4. 80 (m. 5H). 5. 83 (brs. IH). 
6. 96 (t. J=8Hz, IH). 7. 41 (t. 
J = llHz. IH). 8. 14 (d. J = 12Hz, 
IH). 8. 20-8. 60 (br. 2H). 8. 
7 6 ( s . 1 H ) 
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cms 1 3 8 ] 

7 - [(3S) - 3- T$/fDiJv;>-l->f;U] _ 
1 - (3 - sr. h ^ i/ ij Jl:f>^jU7 i y - 4 . 6 - i; 7 Jl t 
D7x~;l/) - 6- 7;P;fD-4-;j-+y-l, 4-v>t 
K D - 1 . 8 - i- y i- V -J > - 3 - ij jUtH >^ : 

1 - ( 3 - X h + •> 7^ ;l/ ;t; ;u 7 5 y _ 4 , 6 _ -7 ;^ 

- 7- ^DP-6-7;U:j-D-4-;i- + y 
- 1 . 4 - >^ h K D - 1 , 8 - :H 7 5^ «; V > - 3 - ;U 
>®?68mg, (3S)-3-T^/t°DiJv>70mg 
*350;^1(DN. - -y y i- A Jl. A 7 i b' iZlB A. . 80 
■t^T 2 0 L/Co o^^-C 0 . 5 m 1 OxrJ' y 

x-f-yUOiHitciJfeoT. 7 3 m g ©^le^k-^i^^ff/io 

tt^ : m^n^^ 

ii! * : > 2 8 0 
'HNMR (d.-DMSO) S : 

1 . 2 3 ( t . J = 7 H z . 3 H) , 1 . 34 (m. 
IH). 1. 53-1. 95 (m. 3H), 2. 42 
(m) . 2. 74 (m). 4. 12 (q. J = 7H2. 
2H). 7. 63 (t. J=10Hz. IH). 7. 
95 (t. J=8Hz. IH). 7. 99 (d. J 
=7H2. IH). 8. 63 (s. IH) 

innm 1 3 9 ) 

7 - (3-T^y7-Jf^v>-l-^';|.) -1- (3- 
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3 - 7 i y T -if 'J > -mmm e 1 m g . N - / i- t' 

■cm^LTt^5^^'^cl - (3-T$y-4. 6--:;7;l/;i- 

V-1. 8-:^7f-'Jv>-3-:^;l/:^i>®?l 0 Omg^ 
SDX.. 8 0 r-C 2 1^^ 5 0 ^P^«t^ L;t„ SCc:jK^»?^^. 

i^x5^;i.i- •r;^®)il:^5fel^, 6 3 m g 0) 12 
^ ^# /c o 

M.^. : > 2 4 0 X: C^M) 
'HNMR (d.-DMSO) 6 ; 

3. 50-4. 48 (br. 5H). 5. 35 (brs. 
2H). 6. 73 (d. J=9Hz, IH). 6. 
96 (t. J=9Hz. IH). 7. 35 (t.J 
=10H2, IH). 8. 32 (d. J=9Hz. 
1 H ) . 8 . 6 9 ( s . 1 H ) 

inmm 1 4 0 ] 

1- (3-Tiy-4, 6-v7;U;fD7xx;l/) - 7 
- [(3S) - 3- Tiyt°oUv>-l->f;U] - l. 
4-vh Kd-4-:*-+V-1. 8-:^7^'Jv>-3- 
7f7 ;!/ > H : 

( 3 s ) - 3 - 7 i y t' a V > ^ m fz li iiuimmm I 39 
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m.^. : > 2 6 1 X c^m) 

'HNMR (d.-DMSO) <5 : 

1. 53-1. 84 (m. IH). 1. 84-2. 
15 (m. IH). 5. 33 (brs, 2H), 6. 
82 (t. J=10Hz, IH). 6. 97 (t. 
J=8Hz. IH). 7. 35 (t. J=10Hz. 
IH). 8. 28 (d. J=10Hz. IH). 8. 
6 5 ( s , 1 H ) 

i^mm 1 4 1 ] 

1- (3-7i>'-6-:^oo-4-7;l/:to7x — ;l/) 
-7 - (3-7W7-tff^v>-l-^;U) - 6- 7;U;r 
o-l. 4-vtKn-4-;r4^V-l. 8 - y i- V 
> - 3 - Jl^:^. >m : 

1- (^-Tiy-6-^an-4-yjl^tuyji — jl) 
-7-^DD-6-7;l/:tP-l. 4-vhKD-4-:J- 
+ y - 1 . 8 - :h 7 ^ 'J V > - 3 - * ;U ;fC > ^ ^ (,^ /c J3 

it*: 200-203^ 
'HNMR (de-DMSO) 6 : 

3. 7 0 - 4. 4 8 (b r. 3H) . 5. 6 9 (b r s. 
2H). 6. 96 (d. J=8Hz. IH). 7. 
46 (d. J=12Hz. IH). 8. 04 (d. 
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J=12Hz. IH). 8. 62 (s. IH) 

immm 1 4 2 ) 

1- (3-Tiy-6-y^yi/-4-7;U;fD7x^;U) 
-7 - (3-7iyT'ifi-if>-l->fjU) - Q - y j\, ^ 
n-1, 4->'tKD-4-:t + V- l, 8-:^7f-Uv 
> - 3 - JU >Wi : 

1- (3-T$>'-6-yf-;l'-4-7;U;J-D7i^;U) 
-7-^nD-6-7;l/:tP-l. 4-vtKD-4-;i- 
+ 7 - 1 . 8 - 7 'J > - 3 - :^ ;l/ > K ffl ^^ li 

Ht.^. :>2 3 8'C (^m) 

'HNMR (ds-DMSO) <5 ; 

1. 82 (s. 3H). 2. 94-4. 28 (br, 
5H). 5. 27 (brs, 3H). 6. 74 (d. 
J=9Hz, IH). 7. 09 (d. J=12Hz. 
IH). 8. 09 (d. J=10Hz. IH). 8. 
5 2 ( s . 1 H ) 

immm 1 4 3 ^ 

1- (3-T$>'-4 - 7 d7x-;1') - 7- [ (3S) 
-3-7^/ep'jv^>-l-^;U] - 6- 7;U;J-p-l, 
4-v;hKD-4-;f+y-l. 8-:^7^U':^>-3- 

1- (3-7^y-4-7;U:tD7xJ=.;U) - 7- ^p 
D-6-7 7l/:tD-l. 4-vbKD-4-3j-^V-l. 
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J f p u > ^ffl {5*^{i||^fe0lJ 6 0 tn%\z L TMia 

tt^^ : 

Si*: 262-265'C 
'HNMR (d,-DMSO) 8 ; 

1. 56-1. 83 (m. IH). 1. 86-2. 

09 (m. IH), 5. 50 (brs, 2H). 6. 

67-6. 78 (m. IH). 6. 92 (d. J= 

9 H z . 1 H) . 7. 17 ( t . J = 1 2 H 2. 1 H) . 

8. 0 3 (d. J = 1 3 H z. 1 H) . 8. 5 3 (s. 

1 H) 
C H 1 4 4 ] 
1- (3-T^y-4-7;U;fD7x-;U) - 7- [(3S. 

4S) - 3- Tiy-4-y-?^;ueD>;-:;>-i->f;u] 

-6-7>'U5j-D-I. 4-xtKn-4-5i- + V- I. 8 
-:^7^'JC^>-3-:?!7>'U;K>i?: 

1~ (3-Tiy-4-7;U^D7x->'l/) - 7- ;^n 
n-6-7yl/;f-n-l. 4-vtKD-4-;J- + 7- l, 
8-^7^U-:^>-3-/7;U;J;>®?. (3S. 4S) - 3 

- T i y - 4 - y ^ 7U f D 'j ffl ^^ {i 7&N H Jfe 6 0 

il!.^. : > 2 7 0 
'HNMR (da-DMSO) 6 \ 
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0. 96 (d. J=7Hz. 3H), 2. 12 (brs. 
IH). 5. 50 (s. 2H). 6. 68-6. 76 
(m. IH). 6. 89-7. 01 (m. IH). 
7. 19 (t. J = llHz. IH). 8. 03 (d. 
J=13Hz. IH), 8. 53 (s, IH) 

I mm mi 4 5 ] 

1- (3-Tiy-4. 6-v7;U:tD-7x-;l/) -7 
- ('>x-3-h Kp + ->-4-y^yUt°D'Jv>-l- 
■Y;U) - 6- 7;U:tD-l, 4-vtKp-4-3t-4-y + 

y > - 3 - * ;i/ +c > : 

1- (3-T^y-4. 6->?7^U;*-P7x-yU) - 6. 
7-v7;U5j-p-l. 4-vt KP-4-:t + 7 + y >;> 
-3-:^;U#>®?^ •>x-3-h Kp + v- 4- >^;Uh'' 
P 'J V > ^ ffl t> 15 3&^ HJS 6 0 i: 1^ ^ IC L T ^ IS ^ 

jUl : 1 7 4 - 1 8 0 t 
•HNMR (de-DMSO) 5 ; 

0. 94 (d. J=7Hz, 3H). 2. 11 (m. 
IH). 2. 86-3. 81 (m. 4H). 3. 86 
(m, IH). 5. 18 (brs, 2H). 5. 93 
(d. J = 6Hz. IH). 7. 04 (t. J=8Hz, 
IH). 7. 50 (t. J=10Hz. IH). 7. 
86 (d. J = 13Hz. IH). 8. 62 (slH) 

immm i 4 6 ] 
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1- (3-7iy-4. 6-v7;U:rD7x^;U) - 7 
- (h7>;^-3-7^y-4-yf-;l'eD»Jv^>-l- 
JU) - e- yjl^txj-l, 4-v^tKD-4-:^+V + 

y u > - 3 - * ;u > if : 

1- (3-7iy-4. 6 - 'J y Jit o y :c - ju) - 6. 
7--:^7;U;j-D-i, 4-i^t ij> 

-3-7^;U;^'>i^, h7>X-3-7^y-4-;<f-;Uf 
o 'J V > - ®? ^ ffi t> (5 A^ (i HJfe 6 0 (i: H ^ IC L T 

ill : > 1 6 4 t ( ^ j|? ) 
'HNMR (ds-DMSO) 6 ; 

1. 09 (d, J = 7Hz, 3H). 2. 28 (m. 
IH). 2. 97-3. 91 (m. 5H), 5. 58 
(brs. 2H). 5. 96 (d. J = 7Hz. IH). 
7. 05 (t. J=8Hz. IH). 7. 52 (t. 
J = 10Hz. IH). 7. 92 (d. J = 14Hz. 
IH). 8. 66 (slH) 

immm 14 7) 

1- (3-7^-4. 6-'>'7yl/;rD7x-;U) - 6 

-7-'U;j-D-7 - [(3S) - 3 - / i- Jl T i y if a V 

>-l--r;l/] -1. 4 - 'J t V - 4 - t ^ V ^ y > 
- 3 - ij JU ^> >Wl : 

1- (3-7iy-4. 6-v7;l/:rn7a-;l/) - 6. 

7--:;7;u^n-i, 4--:^t KP-4-:i- + 7 + y I) > 
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- 3 - ij Jl ^> >Wlt^ (3S) - 3- y^;U7$yfD'Jv^ 

5 si! * : 1 8 8 - 1 9 9 ^ 

'HNMR (de-DMSO) 6 ; 

1. 86 (brs. IH), 2. 00 (brs. IH). 

2. 30 (s. 3H), 3. 11-3. 66 (m. 
5H). 5. 54 (brs. 2H). 5. 95 (d. 

10 J=7Hz.lH).7.04(t,J = 8Hz. 

IH). 7. 50 (t. J=11H2. IH). 7. 
86 (d. J = 14. IH). 8. 63 (s. IH) 

tmmm i 4 8 ) 

7 - (3-T^/7 4?f->'>-l--r;U) -1- (3- 
15 7 i y - 4 , 6 - 'J y Ji^ t a y ji s:. ji) - 6 - y JU 7f a - 
1. 4-vt KD-4-:t + V + y'j>-3-^;U;f:>g?: 
1- (3-T$y-4. 6-v^7;U:to7x-;l/) - 6, 
7-i^yjU:to-l. 4-v^tKo-4-;*-+V + yU> 

- 3 - 7(7 ^i- 3 - 7 w 7-if ^ X > -^gi^jti^ffl(,^ 

ill * : > 1 8 3 ( SI ) 
'HNMR (de-DMSO) 6 : 

3. 76 (brs. 2H). 3. 91 (m. IH). 
25 4.24(brs. 2H).5. 55(brs.2H). 
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5. 77 (d. J=7Hz. IH). 7. 02 (t. 
J = 8Hz. IH). 7. 50 (t. J = 10. IH). 
7. 88 (d. J = 12H2. IH). 8. 64 (s. 
1 H) 

5 mmm 1 4 9 ) 

1- (3-7>y-4, 6-v;7;U;J-D7x-;l/) - 7 

- (h7>;^-3-7W-4-h KD + '>t*Di;v>- 

- 6, 8-';?7;l/;t-D-l, 4-vtKp-4 

- ^ + y + y u > - 3 - 3!7 ;u > K : 

10 1- (3-T^/-4, 6-C^7>'U;*-D7x-;U) - 6. 
7, 8-MJ7;l/:tD-l, 4-vtKD-4-;J-+7 + 
y'J>-3-*>»U:t?>K, l>7>;^-3-T$y-4-t 

K D + f D U >rigifJg;&ffl (,^ /c|5;!,^{i||}g^J 6 0 i 

1^ ^ L T ^ E f I: -g- «fe * ?| /c o 

St : > 1 4 5 r ( ^ )^ ) 
' H N M R ( ds - D M S 0 ) 6 ; 

3. 92-4. 26 (m. 4H). 5. 46 (brs, 
2H). 7. 10 (t. J=9Hz. IH). 7. 

20 40(t,J = llHz.lH).7.86(d. 

J=14Hz. IH). 8. 52 (s. IH) 

:nmm 1 5 03 

7 - (3-T^>'7-tf^v>-l-.r;P) -1- (3- 
T=y-4. 6-v7;l/:to7x-;l/)-6. 8 - 'y y jl 
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1- (3-7$y-4, 6-x7;l/:tP7x->/U) - 6. 
7. 8-KU7;U:*-D-l. 4 - t ¥ ID - 4 - 7t ^ y ^ 
y V > - 3 - ij Jl^ Tf. 3 - T i J 7 ^ -y > -mm^ 

M.^, : > 2 0 3 V (^m) 
'HNMR (de-DMSO) 6 ; 

3 . 9 0 (m. 1 H) . 4 . 1 0 (m. 1 H) . 4 . 
49 (m, 2H). 5. 46 (brs. 2H), 7. 
0 8 ( t . J = 9 H z . 1 H ) . 7.39 ( t . J 
=10Hz. IH). 7. 81 (d. J=13Hz. 
IH), 8. 48 (s, IH) 

mmm 1 5 n 

1- (3-7^^-4, e-'jyjl7tayj.siju) - 6. 
8-'yyjl:ta-7- (3-tKD + '/7'<ff-v^>-l- 
^ Jl') -1. 4-'yt\^-^-4-t^V^yV>-3-ij 

1- (3-7^-4, 6-v7;U;J-D7x^;l.) - 6. 
7. 8-h^J7/^7^D-l. 4->?tKD-4-5i- + V + 
y 'J > - 3 - * ;l/ ;K > @? , 3 - h K o ^ •> 7 -t? -^^ > j^g 

it*: 218-225'€ 
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'HNMR (d.-DMSO) 6 ; 

4. 13(brs, 2H). 4. 50(brs. 3H). 

5. 44 (brs. 2H). 5. 72 (brs. IH). 
7. 08 (t. J=8Hz. IH). 7. 39 (t. 
J = 10Hz. IH). 7. 79 (d. J = 13Hz. 
IH), 8. 46 (s. IH) 

immm I 5 2) 

7 - (3-Tiy7-ifi-'J>-l-^JU) -1- (3- 
T i y - 4 , 6-x7;l/;*-o7i — ;U) - 8- ^pp-6 
- y Jl^t a - 1 , 4--:;tKo-4-:J- + V + yij>-3 

1- (3-7W-4, 6-v^7;U5i-D7x-;u) - 8 
7-i/yjl'ta-l, 4-'>'tKD-4- 

* + v + y 'J >-3-5^;UJtt>gf^ 3-7^ y74ff-v/'> 

iHl * : > 2 7 0 ^ 

'HNMR (de-DMSO) <!> ; 

3 . 7 5 (m. 1 H) . 4 . 10 ( m . 2 H) . 4 . 

66 (m. 2H). 5. 43 (brs. 2H), 6. 

97 (t. J=8Hz. IH). 7. 36 (t. J 
=llHz. IH). 7. 87 (d. J=14Hz. 

IH). 8. 44 (s. IH) 

immm 1 5 3 ] 
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1- (3-7^y-4, 6-v^7yU;i-p7x-;U) - 7 
- [(3S) - 3- T^yifDiJi;>-l-^yl/] - 8- 
^DD-6-7;l/:tD-l, 4-vhKD-4-;j-+y + 
y 'J > - 3 - 7!7 ;U > : 
5 1- (3-T^y-4. 6-v7;l/:i-D7x-;l/) - 8 
-:}'Dp-6, 7-->'7;l/5f-D-l, 4-v^hKu-4- 
;i-+v + y'j>-3-^;U;j-:>®f. (3S) - 3- 7^7 
f u 'j V > ^ ffl *^ (i ^ M 6 0 t If « {C L T ^ IS <k 

Hi! * : > 2 0 5 *C ( ^ )i? ) 
'HNMR (de-DMSO) <5 ; 

1 . 17 (m, 1 H) . 2 . 0 9 ( m . 1 H) . 3 . 
02-3. 81 (m, 5H). 5. 41 (brs. 
15 2H).6.97(m. lH),7.38(t.J 

=llHz. IH). 7. 94 (d. J=14Hz. 
lH).8.50(s.lH) 

tmrnm I 5 4 ) 

1- (3-T^>'-4, 6-i/yjl:tny3.-jU) - 8 
20 .-^an-6-yj\/:ta-7- (3-b Ku + ->T-e"^v 
>-l--r;i') -1. 4-vtKn-4-;i- + y^y>j> 
- 3 - 7& ;U > ®? : 

1- (3-7iy-4, 6-v7;l/;i-D-7i-;U) - 8 
25 :t+V + y'J>-3-*;U^:>g?, 3-tKD + ->T-lr^ 
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M.^. : 145-150"C 
'HNMR (de-DMSO) d ; 

4. 18 (brs. 2H). 4. 47 (brs. IH). 

4. 7 1 (brs. 2H) . 5. 4 1 (brs. 2H) . 

5. 71 (d. J=5Hz. IH). 6. 96 (t. 
J=8Hz. IH). 7. 37 (t. J=10Hz. 
1 H) . 7. 8 8 (d, J = 1 4 H z. 1 H) . 8. 
4 4 ( s . 1 H ) 

immm 1 5 5 3 

1- (3-T^y-4. 6->'7yl/:tD7i^yU) - 8 
-^pn-6-7;l/;*-D-7-t*''^^vy-l, 4-vh 

1- (3-7^y-4. 6-v7;U;i-D7x-;U) - 8 

^ + V 4- y U > - 3 - 5^7 ;u Ttt- > K , f ^ 7 V > ffi l^ /• {3 

ii!fe*:>2 3 2t(^|?) 
'HNMR (de-DMSO) 6 ; 

2. 8 7 (b r s. 4H) . 3. 1 9 (b r s, 4H) . 
5. 43 (brs. 2H). 6. 97 (t. J=8Hz. 
IH), 7. 37 (t. J=llHz, IH). 8. 
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07 (d. J = 12Hz. IH). 8. 54 (s. 
1 H ) 

immm i s e ] 

1- (3-7^-4. 6-i^7;U;j-D7x-;U) - 7 
- (.S-Tiy-3-jt^JlT-tf^'y>-l--(jU) - 8 
-i^au-e-yjl^u-l, 4->'tKu-4-:t+V 

1- (3-7 = y- 4. 6-v'7;U;^D7x-;U) - 8 
-^no-6, 7-v7;U;fD-l, 4-vhKD-4- 

;uT -tff^ v; > ^Srffl t> /ci5 « n jfi ««j 1 1 7 tmmiz ixm 

Mj^. : 252-257X: 
'HNMR (de-DMSO) <5 ; 

1. 35 (s, 3H).4.17(brs, 2H). 
4. 30 (brs. 2H). 5. 42 (brs. 2H). 
6. 96 (t. J=8Hz. IH). 7. 36 (t, 
J = 10Hz. IH). 7. 87 (d. J = 14Hz. 
lH).8.43(s.lH) 

immm 1 5 7 ) 

1- (3-T^y-4, 6->7;U;t-a7x^;U) - 8 
> - 1 - ) - 1 . 4 - v h K D - 4 - :t + V + y U 
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1- (3-Tiy-4, 6--:^7;U:to7x — ;U) - 8 
-^^up-e, 7-->'7;U:*-n-l, 4-vhKa-4- 
t ^ V ^ J ^} > - 3 - ij JU^. >m. 3 - / ^ JU7 i y 7 -b' 

%l * o 

il! * : 2 2 0 - 2 2 4 
'HNMR (de-DMSO) 5 ; 

2. 20 (s. 3H). 3. 45 (brs. IH). 

4. 1 2 (b r s. 2H) . 4. 6 3 (b r s. 2H) . 

5. 42 (brs. 2H). 6. 96 (t. J = 8Hz. 
1H).7. 36 (t. J=10Hz, IH). 7. 
86 (d. J=14H2. IH). 8. 43 (s. 
1 H ) 

immm 1 5 8) 

1- (3-Tiy-4, 6 - 7 JU t a 7 - JU) - 8 
-^ZJD-e-7Jl^tD-7 - (3. 5 - i; / ^ t' ^ y 
J ) -1. 4-i;hKD-4-;J-+v + /'J>-3-^ 

1- (3-7^y-4. 6--:;7yl/:tD7x^;U) - 8 
- :^ D D - 6 . l~'J7)\^icu-\, 4 - t K D - 4 - 

7 V > * ffl (,^ {3 *N (i ^iH^ij 1 1 7 i 1^^ (C L T i^EYb-^ 
ife ^ # o 
14 : 
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> 2 7 0 

'HNMR (d.-DMSO) 6 ; 

0. 96 (d. J=6Hz, 6H). 2. 80 (m. 
2H) , 2. 9 1 (m, 2H) . 3. 0 8 (m, 2H) . 
5. 43 (brs. 2H). 6. 97 (t, J = 8Hz, 
IH), 7. 38 (t. J=llHz. IH), 8. 
07 (d. J = 12Hz. IH). 8. 56 (s. 
1 H ) 

immm 1 5 93 

7 - ( 3 - T i y T -if ^ 'J > - 1 - ^ -1- (3- 

7^-4, 6-i;7;l/;J-D7x-;l') - S- yjVtiD- 
5-t Kd + ->-i. 4--:?t U> 
- 3 - ij t> > Wt : 

1- (3-7^y-4. 6-v^7;U;fD7x-;U) - 6, 
7-v;7;^;^D-5-tKD + •>-l. 4-->'tKD-4 
-^t + v + y > - 3 - ij ji^ >m . 3 - T i y T -ff i- 'J 

^ «fe ^ ^§ o 

M.^, : > 2 6 2 V i^m) 

'HNMR (de-DMSO) 6 ; 

3. 75-4. 02 (m. 3H). 4. 24 (brs. 

2H). 5. 25 (d. J=7Hz. IH). 5. 

54 (brs. 2H). 6. 98 (t, J = 8Hz. 

IH). 7. 49 (t. J=10Hz. IH). 8. 
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4 8 ( s . 1 H ) 

mmm I 6 0 ] 

1- (3-Tiy-4, 6-'yyjl7tay:^-jl) - 7 

- [(3S) - 3--7i>'lfo>Jv?>-l->r;U] - 6- 
7;l/:tn-5-tKu + '>-l. 4-vtKD-4-;j- + 
V ^ y > - 3 - ij JU >Wl : 

1- (3-7^y-4. 6-v^7;U;tD7x-;U) - 6. 
7-v^7;U;fD-5-tKP + i/-l. 4-vtKD-4 

- t ^ y ^ y ^) > - 3 - i7 Jl^ >m. (3S) - 3- 7i 

y k' D «j > ffl l,^ /cli ;5^ (i ^ife 6 0 tmmi:. L T ^le 

f k 2fe * o 

stfe : mn^^^ 

M.^, : > 2 3 7 V C^m) 
'HNMR (d.-DMSO) 5 ; 

2. 01 (m. IH). 2. 21 (m. IH). 3. 
34-4. 97 (m. 5H). 5. 46 (d, J= 
7Hz. IH), 6. 98 (t. J = 8Hz. IH). 
7. 50 (t. J = 10H2. IH), 8. 64 (s, 
1 H) 

immm 1 6 n 

7 - (3-7^/7 -tf^v^^-l-^;!/) - l- (3- 
7 i y - 4 , e - 'J y JU t a 7 X - JU) - e- yjl'tu- 
5->f-;U-l. 4-v^tKD-4-;i-4^V + yij>-3 

1- (3-7^^-4, 6->'7yU:!j-D7x^;U) - 6. 
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7-vf7;U:rD-5-yf-;i/-l, 4-':^tKD-4-;f 

mwti^ ^ tz li i)ut nmm 6 0 tmmiz ixuBit^^ 
: mn^^t^^ 

It : > 2 7 0 
'HNMR (d,-DMSO) <5 ; 

2. 75 (brs. 3H). 3. 90 (brs. 2H). 

4. 0 1 (brs, 1 H) . 4. 2 6 (brs, 2H) , 

5. 55 (brs. 2H), 5. 65 (d. J = 7H2, 
IH). 6. 99 (t, J=8Hz, IH). 7. 
49 (t. J=llHz. IH). 8. 59 (s. 
1 H ) 

immm 1 6 2 ] 

1- (3-7^^-4. 6->'7yU;*-D7x-;l/) - 7 
- [(3S) - 3- T^yfDiJv^>-l-^;U] - 6- 

y ^) > - 3 - ij Jl^ > Wt : 

1- (3-7W-4. 6-v7;l/:i-D7x-;U) - 6. 
7-v7yU^D-5-yf^;l/-l^ 4-xhKD-4-;*- 
^ V ^ y V > - 3 - i7 (3S) - 3- 7iyf 

D V > ^ ffl c^ /c (i (i||J|«?>J 6 0 <!: I^li JC L xmm<t^ 

ail * : > 1 9 7 ^ ( ^ j» ) 
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'HNMR (ds-DMSO) 6 ; 

1. 68 (m. IH). 1. 96 (m. IH). 3. 
01-3. 65 (m. 5H), 5. 53 (brs, 
2H), 5. 81 (d. J=7Hz. IH). 6. 
99 (t. J=8Hz. IH). 7. 49 (t. J 
= llHz. .1H). 8. 55 (s. IH) 

immm i e 3 ) 

5-7iy-l - (3-T^y-4, e ~ 'J 7 Jl^ V 7 
x-;l/) - 7- [ (3S) - 3 - 7 i y t' V U 'y > - 1 - 
-< Ji^'\ - 6. 8-v7;U;rD-l, 4-vhKo-4-^ 
+ 7 + y 'j > - 3 - 757 ;U > © : 

5-7^y-l - (3-7;y-4. 6 - 7 J\yt D y 
x^yl/) - 6, 7. 8-h'j7Vl/;rD-l. 4--:?hKn 
- 4 - t ^ V ^ y V > - 3 - (3S) - 3- 

T ^ y e D ij > =^^(.^fziiii^iimmm e 0 1 1^ ^ 1: u t 
^ le ft ^ 1^ ^ n o 

l!!l*:>247t:(^)|?) 
'HNMR (d,-DMSO) 6 ; 

1. 62 (m, IH). 1. 89 (m. IH). 3. 
22 (m, IH). 3. 39-3. 78 (m, 4H). 
5. 38 (brs. 2H). 7. 02 (t. J = 8Hz. 
IH). 7.23 (brs. 2H). 7. 34 (t. 
J=10Hz. IH). 8. 23 (s. IH) 

mmm 1 6 4 ) 
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5-T^y-7 - (3-7W7-fer^v^>-l->r;U) 
-1- (3-7^y-4. 6->?7;U;*-p7x^;l/) - 6. 

- 3 - 75; ;l/ ;}-: > ^ : 

5-7^-1- (3-7^y-4, e - 'J y D y 
iJi;U) - 6, 7, 8-h^)y;l7ta-l, 

- 4 - t ^ y ^ y V > - 3 - Ji >m. 3 - T i y t -if 

il!*:>237t (^«P) 
'HNMR (d.-DMSO) 5 ; 

4. 0 4 (b r s. 1 H) . 4. 2 8 (b r s. 2H) . 
4. 48 (brs, 2H), 5. 41 (brs. 2H). 
7. 05 (t, J=8Hz. IH), 7. 30 (m. 
IH). 8. 25 (s. IH) 

immm 1 6 5 ) 

7~ (3-7^y7-tf^v;>-i->r;i/) - i- (3- 
7^y-6-^DD-4-7;U;i-D7x^;l/) - 6- 7 ;i/ 

1~ (3-7iy-6-:i'DD-4-7;l';*-D7i^;l/) 
- 6 , 7 - 7 ;j- D - 1 , 4 - v t K d - 4 - :t + y + 
y U > - 3 - 7^7 ;b ;K > * ffl {f Ji HJI «»J 1 3 9 ci: |^ 
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m.^. : > 2 0 8 x: (^m) 

'HNMR (d.-DMSO) <5 ; 

3. 88-4. 58 (br. 5H). 5. 69 (d. 
J=8Hz. IH). 5. 92 (brs. 2H). 
7. 08 (d. J=8Hz. IH), 7. 59 (d. 
J = 10Hz. IH). 7. 93 (d, J = 13H2. 
IH), 8. 61 (s, IH) 

xf-;u - (2. 4-->'7;U;fD-5- 

'^;L' = ;i/Tiy7x-;U) - 6- yfita-i, A - 'J t 

8 - i- y V -y > - 3 - ij JV ^ 

iy U - h (OSm^^ : 

if-;l/ 7-^pp-6-7yU;rD-l - (2, 4-->' 
7;i/^D-5-— hD7x-;U) - 4- ;j-c^^v_i, 4_ 

h K D - 1 , 8 - :h 7 'J V > - 3 - 717 ;U + •> U - 1^ 
3O5mg^4OOmg0|fet&<i:<i:tlCl. 5nil©^i? 
li*D;i8 0X:T3B#raafi*L/;o y ^ h ^MbXT-m^ 

ICgfe^Ts 2 9 5 m g (DU^it^f^^mn^^l^^t Lxn 

C # # 1 0 ) 

N - ( t - 7" h + V 7!7 yu - ;u ) - 2 . 4 - 7 ;i- d 
-m-7x~U>v7i > : 
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X :^ y - ;U O ^ 0 Iw t - :r ^ y - ;U ;^ ffi t^ 15 *^ li # 

s tm^\z bx , N- ( t - h ^ '> ij ^ ji) - 

w©3. 8g^, 3 6 0 m g <D 1 0 % ^< "7 'J O A t t 

hiz 5 Om 1 ^ y - Ji^ izijD A. . mux 4 smTi^mmija 

c # # «»j 1 n 

x^yl/ 8-:J^ao-l - (2-:^DD-4-7;l':tD 
7x-;l/) - 6. 7-v^7;l/;4-D-l, 4-v^tKD-4 

2 - V n - 4 - y t a T s. \) ^ t,^ fz li tut 

me tmmizLxmtE.it^^^nfz, 

St 2 0 8 - 2 1 2 X: 
'HNMR(CDCl3)<5: 

1. 40 (t, J=7Hz. 3H). 4. 40 (q. 
J = 7 H z. 2 H) . 7. 16-7. 23 (m. 1 H) . 
7. 34 (dd. J=3Hz. J=8Hz. IH). 

7. 48 (dd. J = 5Hz. J=9Hz. IH). 

8. 27 (s, IH), 8.35 (t. J=9Hz. 
1 H ) 

im^m 1 2 ) 
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8-^DD-6, 7-'Jyjl:tti-l - (4- 
7;U:tD7x-;U)-l. 4-v?tKD-4-:^-+V + y 

'J > - 3 - * ;U 5^* + •> b - h : 

4 - 7 JU n T - 'J > * ffl (,^ 15 ;!)^ {i # % 6 <!: 1^ i: 

il!ll*:226-231'C 
'HNMR (CDC Is) 6 ; 

1. 39 (t, J=7Hz. 3H). 4. 39 (q. 
J=7Hz. 2H). 7. 20-7. 24 (m. 2H). 
7. 34-7. 35 (m. 2H). 8. 34 (t. 
J=9Hz, IH). 8. 42 (s. IH) 
[ # % 1 3 ] 

xf-;U 8-:^PP-6. 7--:^7;l':i-D-l - (4- 
7yU;l-p-2-p'^;U7x:^;U) -1. 4-v^tKo-4 
- t ^ V ^ J V > - 3 - ij Jl ^ i/ U - b : 

2 - / ;U - 4 - 7 ;U D 7 - U > ^ ffl I li *^ li # % 
««J 6 i 1^ ^ L T ^12 {k # !^ * ^# /I o 

14 : 1 8 0 - 1 8 2 
'HNMR (CDC 1,) 6 ; 

1. 40 (t. J=7Hz. 3H). 2. 10 (s. 
3H), 4. 40 (q. J=7Hz. 2H). 7. 
02-7. 10 (m, 2H). 7. 22-7. 36 
(m. IH). 8. 31 (s, IH). 8. 37 (t. 
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J = 9 H z . 1 H ) 
im^m 14] 

1- (2-:/u^-4-yji^ny:c — - 
S - ^ a a - 6 , l-'^yjVtu-l, 4-v^tKD-4 
- t ^ y ^ J ^ > - Z - ij )Vif. ^ 1/ - V : 

: 1 8 3 - 1 8 8 ^ 
'HNMRCCDCU) (5: 

1. 40 (t. J=7Hz. 3H). 4. 40 (q, 
J=7Hz. 2H). 7. 18-7. 32 (m. IH). 
7. 48-7. 55 (m. 2H). 8. 27 (s. 
IH). 8. 36 (t. J=9Hz. IH) 
C # % 0ij 1 5 ) 

if^;u l-(2->h + -/-4-7;U;i-D7x-;L') 
-8-^nD-6. 7-v^7;P:tD-l. 4-i^bKo- 
4 - t ^ y ^ J 'j >-3-7!7;UjK+->1/ - h : 

2 - y + •> - 4 - 7 ;U D 7 - 'j > ^ ffl 15 li # 

114.^. : 240-246^ (^S?) 
'HNMR(CDC1,)(5; 

1. 40 (t. J=7Hz. 3H). 3. 77 (s. 
3H). 4. 39 (q. J=7Hz. 2H). 6. 
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72-6. 89 (m. 2H), 7. 31 (dd. J 

= 6Hz. J=9Hz. IH). 8. 30 (s. IH). 

8.34(t.J=10Hz.lH) 
(#^^J 1 6 ) 

xf-;U 8-^op-l - (4-:5'DD-2-7;U:to 
7x~;U)-6. 7-v;7;l/;fD-l. 4-":^fc:Kn-4 
- ^ V + y «J > - 3 - :^ ;U + •> u - f. : 

lit 1 5 9 - 1 6 0 ^ 
'HNMR(CDC1,)5; 

1. 40 (t. J=7Hz, 3H). 4. 39 (q, 
J = 7Hz. 2H) . 7. 3 1-7. 4 7 (m. 2H) . 
8. 32-8. 40 (m. 2H) 
C # % 1 7 ] 

J^f-yu 8-:5'DD-6, 7--:;7;U;i-D-i - (2. 
4. 6-hU7;U;rD7x^;l/) - i, 4-vtKp-4 
- t ^ y ^ J > - 3 - ij jl ^ U - h : 

2 , 4 . 6 - MJ 7 ;U ^ D T - U > * ffl ^^ {3 II # % 

6 i 1^ ^ {C L T ^ le ^ * # o 
: ^llfet»5^ 

li.^. :1 35-149'C(^j^) 

'HNMRCCDCl,) 6 ; 

1. 40 (t. J=7Hz. 3H). 4. 40 (q. 
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J=7Hz. 2H). 6. 93 (t, J = 7Hz. 
IH). 8. 25 (s. IH). 8. 34 (t. J 
= 1 0 H z . 1 H ) 
[#%^J 1 8 ) 

8-^na-6. 7-'Jyjlyi-a-l - (2. 4, 6- 
h y j\/ 1 n y J. — j\/ ) - i, 4-vtKD-4-:^- + v 
4-y'J>-3-^;l';J-:>i?: 

xf-;U 8-:J^DD-6, 7-i>yj\^to-l - (2. 
4. 6-hU7;P;*-D7x->'U)-l. 4-v^hKD-4 
-:*- + 7 + y 'J >-3-^;l/;^' - h 1. 2 g^^gig 

Vr t fzMi^ '^M^ L ^ 3. ^ j - )\, ^ v^i^;ux-x 

it : > 1 5 8 *C ( ^ /5? ) 

'HNMR (de-DMSO) 5 ; 

7. 60-7. 72 (m, 2H). 8. 41 (t. 

J=9Hz. IH). 9. 01 (s, IH) 

16 7] 

1- (3-Tiy-4. 6-->'7>»U;i-D7x-;u) - 7 

- (h7>:^-3-Ti>'-2-yf->>l/T-fe"^-:^>-l- 
-f;l/)-8-:J'DP-6-7;l<':*-p-l, 4-v^tKp- 
4-:i-+V- + y U >-3-7:7>'U+:>g?: 

1- (3-Tiy-4. 6--:;7;U;i-D7x-yU) - 8 
-:^nD-6, 7-v7yU:to-l, 4-vtKD-4- 
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- 2 - > 5^ 7 -tf X > ffi t> /clf *^ li H I^J 1 1 7 tm 

It.^. : > 2 1 1 
'HNMR (d«-DMSO) 6 ; 

1. 38 (brs. 3H), 3. 73-3. 90 (m. 
IH). 4. 69-4. 82 (m. IH). 4. 82 
-4. 97 (m. IH). 5. 32-5. 48 (m. 
IH). 5. 49 (s. IH), 6. 70-7. 59 
(m. 2H). 7. 94 (d. J=14Hz. IH). 
8 . 4 8 ( s . 1 H ) 

i^mm 1 6 B ] 

1- (3-75y-4. 6-'JyjUtnyj,-ju) -7 

- (4-y^;Uf^7i^>-l-^;l.) - 8- ^'DD-6 

- y JU:t a - I , 4-v'tKD-4-:t+V- + yiJ>- 
3 - t> > Wit : 

1- (3-7W-4. 6-v7;U;rn7x~;U) - 8 
-:^PD-6. 7-'JyjUtn-l, 4-vtKD-4- 
^*v4-y>j>-3-;:7;P;tf>K, 4 - / i- ju }f ^ y i; > 

/To 

14 : 1 9 8 - 2 0 5 ( ^ ) 
'HNMR (d«-DMSO) S ; 
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2. 54 (s. 3H). 2. 81 (brs. 4H), 

3. 4 2 (brs. 4H) . 7. 0 1 (t. J = 7Hz. 
IH). 7. 40 (t. J=llHz, IH). 8. 
15 (d. J=12Hz. IH). 8. 62 (s. 
1 H) 

immm 1 e 9 ] 

1- (3-T=>'-4, 6-v7;U;i-D7i-;l/) - 7 
-[(3S.4R) 3-7=y-4-p<^;l.tfD'Jv> 
-l->r;U] - 8- :J^Dn-6-7;l/:tD-l. 4->t 
KD-4-;f+V- + y ij >-3-:^;U;K>g? : 

1- (3-Tiy-4, 6--:^7;U;rD7x-;u) - 8- 

7-v7;l/:tD-l. 4-v?tKn-4-;i- 
+ V + yij>-3-:<7;l/;tt>®?. (3S. 4R) 3-T 
i y - 4 - y 71/ t" D U V > ffi J3 A^ {1 H 1 1 7 

ll&*:170-179t:(^j^) 
'HNMR(d6-DMSO)(5; 

0- 95-1. 11 (m, 3H). 1. 88-2. 
0 9 (m. 1 H) . 2 . 6 0 - 3. 7 2 (m. 5 H) . 
5. 38 (s. IH). 5. 46 (s. IH). 6. 
82-7. 52 (m. 2H). 7. 96 (d. J= 
14Hz. IH). 8. 40 (brs. IH) 

^^mm 1 7 0 3 

1- (3-Tiy-4. 6--:;'7;U;*-p7x-;U) - 7 
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- [(3R) - 3- 7^yfc'n>;v?>-i-^';i,] - 8- 
^pn-6-7;U:^-D-l. 4-vbKD-4-;i-+V- 

1- (3-7^y-4. 6--:^7;U;l-D7x-;U) - 8 
-:^DD-6. 4 - 'J t V a - 4 - 

^+V^y'J>-3-:^yU;fC>®f, (3R)-3-Tiy 

fo u V >*ffit^/ci3*>(i^jfefi?ij 1 1 7 tmm\z Lxmm 

M.^. : 1 6 9 - 1 7 9 V i^i^m) 
'HNMR (de-DMSO) <5 ; 

1. 52-1. 80 (m. IH), 1. 84-2. 
0 7 (m. 1 H) . 2 . 7 1-3. 82 (m. 5 H) , 
5 . 4 0 (b r s . 2 H) . 6 . 9 3 (m. 1 H) . 
7. 36 (t. J = 10Hz. IH). 7. 88 (d. 
J=14Hz. IH). 8. 40 (s. IH) 

inmm i 7 n 

1- (3-7iy-4, 6-i;7;U:tD7x-;U) - 7 

- (3-7W7-tf^v>-l->r;U) - 8- i^aa~6 
-7;U:tD-i. 4 - h Kp-4-;i-4-v- + y ij >- 
3 - Jl zf. p - h > X Jl Tt. > : 

1- (3-7^y-4. 6-v7;U?J-u7x.:^yU) - 7 

- (3-7W7-e^v>-l-^';U) - 8- :5'DD-6 
-7;U^D-l. 4-vtKD-4-;i- + v- 4^/ij>_ 
3 - ij Jl :n >M 4 4 Omg^N. N - iy / jl ji, a T i 
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KO, 5ml{I^D;i^ p-^7^i>x;^+^>gJ — 7jcfDife 
1 9 lmg^Sa;tm^gTlt^^L/Co ^ i& IZ jl i- ju jc ^ 

@^**^S^®L^ ^f- JU ^ - Jl^ -C t ^ 3 4 0mg© 

^ E -fk -g- !|& ^ t# o 

: n^^iK 

il! * : 2 1 1 - 2 2 0 t ( ^ ) 
•HNMR (de-DMSO) 5 ; 

2. 28 (s. 3H). 4. 04 (brs. IH). 

4. 42 (brs. 2H), 4. 76 (brs, 2H). 

6. 99 (t. J=8Hz. IH). 7. 11 (d. 

J=7Hz.2H).7.37(t.J=llHz. 

IH). 7. 48 (d. J=8Hz. 2H). 7. 

94 (d. J = 15Hz. IH). 8. 33 (brs, 

3H). 8. 44 (s. IH) 
C HiS ««J 1 7 2 ] 
1- (3-T^y-4. 6-yyjl^7troyj,zLjU) - 7 

- ( 3 - 7 i y T ^ i? > - 1 - ^ jl) - 8- i?DD-6 

- y }Vt u - I , 4 - 'J t V V - 4 - t ^ V - ^ y ^) > - 
3 - t> JU:f^ >m M ^ > 7. : 

^ > X ju Ti-^ > m ^ m tz li {i mm m I 7 1 tmmiz 

llt*:1 80-1 90t(^)|?) 
'HNMR (de-DMSO) 6 ; 



W09d/23775 



168 



PCT/JP96/00152 



2. 35 (s. 3H). 4. 04 (brs. IH). 
4. 4 3 (brs. 2H) , 4. 7 5 (brs. 2H) . 
6. 99 (t. J=8Hz. IH). 7. 37 (t. 
J = 11H2. IH). 7. 95 (d. J = 14Hz. 
IH), 8. 36 (brs. 3H). 8. 48 (s. 
1 H ) 

immm 1 7 3 ) 

8-^uD-6, 7->'7;l/;rD-i - (2- 
^DD-4-7;U:4-D-5-JihD7iJ:^;U) -1. 4- 
KD-4-;i-+v + y 'J>-3-7!7yU;h'+->U - |. : 
x^yl/ 8-:;'OD-6. 7-v7>;U;j-D-l - (2- 
^DQ-4-7;l/:rD7x::i;U) -1, 4-vtKD-4 
- :t + V 4- y >j > - 3 - :^ ;fC + •> u - h * ffl /c (3 ;&^ |i 

It*: 197-201'C 
'HNMR (d,-DMSO) 6 ; 

1. 27 (t. J=7Hz. 3H). 4. 25 (q. 
J = 7 H z. 2 H) . 8. 2 3 - 8. 3 2 (m. 2 H) . 
8. 55 (s. IH). 8. 94 (d. J=7Hz. 
1 H) 

immm 1 7 4 ) 

1- (3-/'$y-6-:^DD-4-7yU;J-o7x^;U) 
-8-^'DD-6. 7-v7;b;fD-l. 4-i/'tKa- 
4 - + V + y U > - 3 - :^ > : 
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xf-;l/ 8-^OD-6. l-i^yjl/Tt-a-l - (2- 
^Dn-4-7;U:i-D-5-xhD7x — ;U) -1. 4- 
KD-4-:i-+y + y y >-3-:^yl/;fC+->l/ - h 1. 

^L/::o ^m<^ ^ ^ ^T^«iL^ i?PDd-v;UA 

l(**Zt«IL. v^xf^^Ux-xyPT^^L/^o cost*: II 
4 m 1 . i^ffi 4 m 1 ^An;t . 1 1^ JO S ^ L o 

144^ : ^n^^^ 

It*: 237-242^ 
'HNMR (ds-DMSO) d ; 

7. 12 (d. J=8Hz. IH). 7. 50 (d. 
J=12Hz. IH). 8. 41 (t. J=9Hz, 
IH). 8. 60 (s. IH) 
C H M 0»J 1 7 5 3 
7 - (3-7W7-lf^v^>-l-^;l.) - i- (3- 

PD-6-7;l/;tD-l. 4->?tKP-4-:t + V- + 
y U > - 3 - ^ ;l/ ;K > @f : 

8-^aD-6. 7 - V 7 7U - (S-ycy- 

6-:5'DD-4-7;U;fD7xxyU) - l, 4-vtKD 

- 4 - :t + V + y 'J > - 3 - ^ ;U ;K > If ffi tWc (f ;6^ ^ 
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M.^, : > 2 6 5 V C^m) 
'HNMR (d.-DMSO) 6 ; 

3. 7 0 (b r s, 1 H) . 4. 0 6 (b r s. 2H) . 

4. 67 (brs, 2H). 5. 76 (s. 2H). 
6. 99 (d. J=8Hz. IH). 7. 46 (d. 
J = 1 1 H z. 1 H) . 7. 8 8 (d. J = 1 4 H z, 
IH), 8. 48 (s. IH) 

1- (3-T^y-6-^pn-4-7;U^D7jL::i;U) 
-7 - [(3S) - 3- 7Wh°DiJv;>-l-^;l.] - 
8-^np-6--7;U;*-D-l. 4-vhKD-4-7i- + 
V - + y U > - 3 - :^ ;U > : 

8-:^DD-6. 7-v^7;U;j-D-l - (S-ycy- 
6-:5^DD-4-7>/l/:tD7x^;l/) -1, 4-xhKa 
-4-;i-4•V + y'J>-3-:;^;^;^'>®?, (3S) - 3- 
T • y b- □ 'j V' > ^ ^ (,^ 13 {± H 1 1 7 t II ^ {C L 
T ^ le ^ !fe ^ f# /C o 

life : > 1 9 5 ^ ( ^ ft? ) 
'HNMR (de-DMSO) 8 ; 

1. 52-1. 74 (m. IH). 1. 91-2. 
15 (m. IH). 2. 71-3. 80 (m, 5H). 
5. 75 (brs. 2H). 6. 99 (t. J=8Hz. 
IH). 7. 46 (t. J = llHz. IH). 7. 
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92 (d. J=14Hz, IH). 8. 35 (s. 
1 H ) 

xf-;u 8-^nD-6, 7-'Jyjlyta-l - (4- 
7yl':*-p-5-— hD7x — yU) -1, 4 - 'J t a - 4 
-:i- + V + y 'J > - 3 - ij JU ^ i/ - b : 

x^;U 8-^nu-6. l-i/yjUtn-l - (4- 
7;P;rD7x-;U) -1, 4-v^tKD-4-;i-^v4^y 

> - 3 - i7 JU ^ \y - h * ffi 13 {i H il 9 7 i 

^ L T ^ le ^ ^ * /c o 

H!*: 249-256'C 

'HNMR (d«-DMSO) 6 ; 

1. 26 (t, J=7Hz, 3H). 4. 23 (q. 
J = 7Hz. 2H), 7. 84 (t. J = 10Hz. 
IH). 8. 14-8. 19 (m. IH). 8. 23 
(t. J=9Hz. IH), 8. 50 (s. IH), 
8. 65-8. 68 (m. IH) 

inmm I i 8 ] 

8-:5'DD-6. 7-v7;U:tD-l - (3-7«y_ 
4-7;U^D7x-;l/) -l.,4-vfc Kn-4-;i-4^y 

+ yu>-3-7!7;^;^'>g^: 

8-^DD-5, 6, 7-h>;7;U;fD-l- 
(4-7>'l':i-D-5-xhD7iX;U) -1, 4-vhK 
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ii.^, :238-243'C 
'HNMR (ds-DMSO) 6 ; 

6. 74-6. 89 (m. IH). 6. 95-7. 

0 7 (m. 1 H) . 7. 2 1 ( t . J = 8 H z. 1 H) , 
8. 40 (t, J=9Hz. IH). 8. 56 (s. 

1 H ) 

immm 1 i 9 ) 

7 - (3-TWT-tf^v>-l-^;U) -1- C3- 

Tiy-4-7;u^D7x — yp) - 8- ^00-6-7 ;u 
3fp-l. 4-v'tKD-4-;f + 7- ^yij>-3-:)f7 

4-7;U^P7i^;U) -1, 4-vbKD-4-^ + v 
+ y V > - 3 - ;^ > ^ ^ ffl t It H 1 1 7 i 

1^ ^ L T ^ f£ it !^ ^# /c o 

It,^: 236-246'C 
'HNMR (d,-DMSO) d : 

3. 7 7 (b r s. 1 H) , 4. 1 2 (b r s, 2H) . 

4. 66 (brs. 2H). 5. 58 (s, 2H). 
6. 60-6. 72 (m. IH). 6. 87 (d. 
J=8Hz. IH), 7. 16 (t. J=10Hz. 
IH). 7. 87 (d, J=14Hz. IH). 8. 
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3 9 ( s . 1 H ) 








immm I s o ) 








xf-;U 8-^DD-6. 7- 


'J y Jl/yt a - 1 


— 


( 4 - 




n 7 X — ;U ) - 


1 


. 4 - 


v?tKp-4-;t- + y + y«J>- 


3 - ij ^ -y 


1/ 


- h : 


if-^U 8-^Do-6. 7- 


y Jl:t a - 1 


— 


( 2 - 


yf-;l/-4-7;U:tP7x-=.;i/) 


- 1 . 4 - t 


K 


D - 4 


-5j- + V + y U >-3-:^yU:4i+>'l/ - 


fz 


(5 ;!)^ 


^ififi«J9 7 il^l^fCLT^^IEfl:^ 








14 ft : #fet&5^ 








St 1 8 7 - 1 9 1 t 








'HNMRCCDCla) 5; 








1. 40 (t. J = 7Hz. 


3 H) . 2 . 2 


5 


( s . 


3H). 4. 20 (q. J 


= 7 H z . 2 H ) 


7 . 


36 (d. J = llHz. 


1 H ) . 8 . 1 


1 


( d . 


J = 7Hz. IH) 8. 26 


( s . 1 H ) . 


8 


3 8 


(t. J=9Hz. IH) 









inmm 1 8 13 

8-^PD-6. l-'JyjUta-l - (3_7;y_ 
4-7;i/:tD-6-yf-;U7x->'l/) -1. 4-->'tKD 

8-:^OD-6, 7-v7;l/;fD-l - (4- 
7;U^D-2-yf-;U-5-~hD7x — ;U) - i, 4- 
Ko-4-;i- + 7 + y U >-3-:^;U:f:+-/b - 1^;^ 
ffl {3 ^ «?|J 1 7 4 <i: iHl IC L T ^ IB ^ «fe ^ o 
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14^ : m^n^ 

gll*: 225-230'C 
'HNMR(de-DMS0)<5; 

1. 89 (s. 3H). 7. 00 (d. J=8H2. 
1 H) , 7. 16 (d. J = 1 2 H z. 1 H) . 8. 
42 (t, J=9Hz, IH). 8. 51 (s. IH) 

immm I s 2 ) 

1- (3-7W-4-7;U:tD-6->^;U7i^;U) 
-7 - (3-7W7 4?-^v>-l-^;U) - 
-6-7;U:to-l, 4-xtKD-4-;J- + 7- + yij 
> - 3 - 7^7 ;l/ > ®? : 

8-^'nD-6, 7-->'7;U;fp-l - (S-y^y- 
4-7;U;i-D-6-^^;l/7x^;U)-l. 4--:/fcKD 
-4 - :t + y + y ij > - 3 - ;u :fC> <^ ffi (3 ;(,^ (i H 

it* : > 2 5 1 (^g?) 

'HNMR (de-DMSO) <5 ; 

1. 88 (s. 3H). 3. 71 (brs. IH). 

4. 0.6 (brs. 2H). 4. 65 (brs. 2H). 

5. 38 (s. 2H). 6. 79 (d. J=7Hz. 
IH). 7. 06 (d. J=llHz. IH). 7. 
91 (d. J=13Hz. IH). 8. 29 (s. 
1 H) 

( H ife 1 8 3 ) 
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^ JU 1- (2-7'□^-4-7;^;^p-5--hp 
7i-;i')-8-^DD-6, 4- 

t K P - 4 - :t 4^ 7 + y U > - 3 - 357 ;U ;}f + •> U - h ; 

1- (2-7'p€--4-7>'l/;i-p7x^;U) - 
8-:5^PD-6, 7-v7;U;*-p-l. 4-i?tKn-4 
- 3i- ^ y 4^ y ij > - 3 - ij jut:^ u - h ^ ffi c> /c {f « 

il!l!*:205-214'C 
'HNMR (d.-DMSO) 6 ; 

1. 27 (t. J=7H2. 3H).4. 25 (q. 
j=7Hz. 2H). 8. 27 (t. J = 9Hz. 
IH). 8. 41 (d. J = llHz. IH). 8. 
53 (s. IH). 8. 91 (d. J=8H2i IH) 

inmm 1 S 4 ) 

S - ^7 a a - 6 . 7-iyyjlyt-a-l - (3_7 = y_ 
6-7'p*-4-7;b;i-p7x-;l/) - l, 4-vtKn 

J^i- Ji^ 1- (2-7'De-4-7;U>J-D-5-^hp 
7ir.;u) - 8- ^pp-6, 4- 
Kp-4-:^- + v + / ij >-3-7^y^;^'+>^ - 

jit*: 231-239'C 

'HNMR (d.-DMSO) S ; 
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7. 14 (d. J=9Hz. IH). 7. 58 (d. 
J = llHz. IH). 8. 43 (t. J=9Hz. 
1 H) . 8 . 5 8 ( s . 1 H) 

immm 1 8 5 : 

7 - (3-71^7 -if i-i^>-l-^ju) -1- (3- 
Tiy-6-yp^--4--7;l/:tD7x^;l/) - 8 - ^ a 
D-6-7;l/:rD-l. 4-v?hKo-4-;*-+v- + y 

> - 3 - ij JU > ^ : . 

S - ^ a a - 6 . l-i^yjUTta-i - ( 3 - i y - 
6-7'D^--4-7;U;i-D7x^;U) -1. 4-vhKD 
- 4 - ;j- + y 4- y U > - 3 - ^ ;U > Si ^ ffi /: 13 li H 
t^m 1 1 7c!:(^^{:LTMIE<k^«^^?f/Co 

U,^. :>200'C(33>|?) 
'HNMR (de-DMSO) <5 ; 

3. 8 9 (b r s. 1 H) . 4. 2 7 (b r s. 2H) . 

4. 71 (brs. 2H). 5. 81 (s. 2H). 
7. 0 3 (d. J = 8 H z. 1 H) . 7. 5 5 (d. 
J = 1 1 H z. 1 H) . 7. 9 3 (d. J = 1 4 H z. 
IH). 8. 33 (s. IH) 

( H ife «»J 1 8 6 ) 

l-(2-^h4-->-4-7;U;j-D-5-^h 
D7x-;U) - s ~ a a - 6 . l-i^y)Vy^xn-\, 4 

- V t K D - 4 - + 7 + y 'J > - 3 - ^ ;t; ^ •> - . 

i^;U l-(2-y^^^-4-7;U:tD7x-;U) 
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4 - :t ^ V ^ y U > - 3 - j\^t:^ U- h ^ ffl ^^ /I {J ;5)^ 

ife.^: 220-225'C 
'HNMRCCDCla) 5; 

1 . 4 0 ( t , J = 7 H z . 3 H) . 3 . 9 2 ( s . 

3H). 4. 40 (q. J=7Hz. 2H). 6. 

94 (d. J=12Hz. IH), 8. 21-8. 

30 (m. IH), 8. 26 (s. IH). 8. 34 

(t. J=9Hz. IH) 
C H ife 1 8 7 ] 

8-;J^DD-6. - ( 3 - y z y ^ 

6-;<H + i>-4-7;U:tP7iJi;U) - i, 4-v;tK 
D-4-:t+y + y V>-3-;!7;l^:J;>i?: 

^f-yU l-(2-yh + v/-4-7;l.;j-D-5-.r:h 
D7x-;l.) - 8- i^DD-6, 7->'7;^;^□-l, 4 
- V t K D - 4 - 4^ y + y U > - 3 _ ^ ^- ^ ^ _ J, 

/Co 

14 : mn^B^ 

: 1 4 3 - 1 5 1 
' H N M R ( d« - D M S 0 ) d ; 

3. 70 (s. 3H). 7. 19-7. 37 (m. 
2H), 8. 40 (t. J=9Hz. IH). 8. 
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5 6 ( S . 1 H ) 

immm 1 8 8 ) 

1- (3-7^y-6-yh + ->-4-7;U:tD7ir^ 
Jl^) - 7- (3-7^/7 -trf-v^-l-^yU) -8-^7 

4-vtKD-4-:t+V- + 

y ^) > - 3 - ij Jl^ 7i( >Wi : 

8 - i7 a a - 6 . 7-v7 7U;rD-l - (S-y^y. 
6-^h^r->-4-7;l/;j-D7i-;l/) - i. ^-i^tK 
p - 4 - ;^ + 7 + y U > - 3 - ;U > ^ ffl t^ /c (3 (i 

St.^. :>244^(^^) 
'HNMR (d.-DMSO) 6 ; 

3. 68 (brs. 4H). 4. 05 (brs. 2H). 
4- 65 (brs. 2H), 5. 01 (s. 2H). 
6. 87 (brs, IH). 7. 09 (d. J = 12Hz. 
IH). 7. 86 (d, J=14Hz. 1H).8. 
2 9 ( s . 1 H ) 

immm i 8 9 d 

J^^;!/ 1- i 3 - 0 -y t ^ •> Jl' ^ Jl. T i J - 
4, 6--:^7;U:to7x^;U)-8-^oa-6. 7-v 
7;U;4-a-5-^hD-l. 4-vtKD-4-;J-+V4^ 
y U > - 3 - 71/ + •> U - h : 

i^yP 3-^OD-2. 4. 5-MJ7yU;t-D-6- 
- hDK>y>r ;U7-tr-r - ^^fflt^/c{5;!)^(i||^fe^Jl 0 2 
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ll!il.^f:233-241'C 
'HNMR(ci.-DMS0)(5: 

1. 38 (t. J=7Hz. 3H). 4. 38 (q. 
J=7Hz. 2H), 5. 21 (s. 2H). 7. 
01-7. 15 (m. 2H). 7. 40 (s. 5H), 
8. 32-8. 40 (m. IH). 8. 36 (s. 
1 H ) 

immm 1 9 0 ] 

x-;U) - 8- :5^DD-6, 7-v^7;U;j-D-l, 4 - 'J 
h KD-4-;r+v + y ij >-3-:^7l/:}?>gf: 

1 - ( 3 - a; > ;U ^ .> ;^ ;P ^ ^ ; ^ _ 

4, 6-->'7;l/^D7xJi;P) - 8- :^dd-6. 7-x 
7;U;i-n-5-^ ho-1, 4-vt KD-4-;r+y + 
y U > - 3 - 7^ ;u ;K + •> U - h ^ ffl t^ /clJ *^ (i H ^ij 1 7 4 

it : > 2 7 0 t: 
' H N M R ( de - D M S 0 ) S ; 

7. 02 (t.J=8Hz. IH). 7. 39 (t. 
J=10Hz. IH). 8. 46 (s. IH) 

inmm I 9 n 

5-7^^-1- (3-Tiy-4, 6-->'7;U;i-D7 
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x^;U) - 7- (3-T$y7-tf5^v^>-i-.fyp) - 8 

- + >''J>-3-:;&;l/;Jf>©: 

5-7^y-l - (3-TW-4. 6-i;7;l.;fD7 
x-yU) - 8- ^DD-6. 7-->'7 7U;fD-i. 4_.;; 
h K D - 4 - :t 4^ V ^ / .J > - 3 - ,U ^- > g^;^ ^ I, ^ j3 

il!.^. :>22 9'C(^|?) 
' H N M R ( de - D M S 0 ) 6 ; 

3. 9 8 (b r s. 1 H) . 4. 3 8 (b r s. 2 H) . 

4. 6 7 (b r s. 2H) . 5. 3 9 (s. 2H) . 
6. 90 (t. J=8Hz. IH). 7. 34 (t. 
J = llHz.-lH). 8. 29 (s. IH) 

immm 1 9 2 } 

^^J\^ I ~ ( 3 - <> ^ ij jU^.jz j[.T i ^ - 

4. 5. 6-hU7;U;fD7x^;U) - 8- ^od-6. 

7 -i^yjUta - 1 , 4 - t K D - 4 - + V + y > 

" 3 - 7!7 ;U ;t^* 4- V U — h : 

^^^U 3-i^DD-2.4.5-MJ7;U;rD^>y 
^ 7 4, ^ _ ^ N - V ;u ;f 4. .> yl, - _ 4 ^ 5 ^ 

6 - h .J 7 ;U ^ D - m - 7 X ^ U > 7 ^ > ^ ffl t> i5 *^ 

'HNMR(de-DMSO)<y: 

1- 4 2 (t. J =7Hz. 3H) . 4. 4 0 (q. 
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J=7Hz. 2H). 5. 21 (s. 2H). 7. 

05 (brs. IH). 7. 39 (s. 5H). 8. 

19 (brs. IH). 8. 31 (s. IH). 8. 
34 (t. J=8Hz. IH) 

immmi 9 33 

1- (3-T$y-4, 5. 6-h>J7;U;rD7x^;U) 
-8-:^nD-6. 7-v7;l/;i-n-l. 4-.:?tKD- 

^ 1 - ( 3 - O Jl t ^ ij 7fi ^ JU7 i y - 
4. 5, 6-hU7;U;fp7x-;U)-8-:^DD-6, 
7--:?7;U:tD-l. 4-v^t KP-4-:t + 7 4^y U > 
- 3 - ij JU ^ u - h ^ ffi C> /c (5 (i H ife 1 0 3 tm 

afe.^: 232-238*C 
'HNMR (de-DMSO) 5 ; 

6. 88 (dd. J=4Hz. J=9Hz. IH). 
8. 40 (t. J=9Hz. IH). 8. 79 (s. 
1 H) 

inmm 1 9 4 ] 

7 - (3-7^/74?^ v/'^-l-^;!,) - i_ (3. 
^->'-4. 5. 6-hU7;U;4-n7i^;l/)-8-^D 
D-6-7y|/;J-o-l, 4-vt KD-4-;t-+V + y ij 

^ ~ (3-7^^-4. 5. 6-f»iJ7;l';tD7x~;l/) 



wo 9&2377S 



182 



PCT/JP96/001S2 



-8-^on-6. 7-v7;l/;fD-l. 4-vtKD- 
4 - ;J- + V + y ij > - 3 - :^ >'U ^' > g? * ffl t> 13 ;{)> li 

M.^, :>224^(^)i?) 
'HNMR (de-DMSO) 6 : 

3. 73 (brs. IH), 4. 08 (brs. 2H). 

4. 68 (brs. 2H). 5. 78 (s. 2H). 
6. 78 (t. J=6Hz. IH), 7. 87 (d. 
J=14Hz. IH). 8. 55 (s. IH) 

inmm 1 9 5 ) 

i -f -'P 1 - ( 3 - t e r t - y'i- t ^ y ij rf. ^ 
T i J - 4 , 6-v;7;U:tP7iJi;U) - 8- 7'd^--6. 

-3-:^;l/;i-C+xU-h : 

3-7'o^--2. 4. 5-hg7;U>*-D^>y 
^vUT-tx-K#%fi^J10ON - (t-yh + ->7:7;U;K 
-^U) - 2. 4-v7;U;t-D-m-7i^L/>->'T$>;^ 

fflc^^(f 7!)^^i^^fe^lJ 1 0 2 tmmizLxmmit^^^nfzo 

'HNMRCCDCl,) (5: 

1. 40 (t. J=7Hz. 3H). 1. 54 (s. 
9H), 4. 40 (q, J=7H2. 2H). 6. 
8 1 (brs. 1 H) . 7. 07 ( t . J = 1 0 H z . 
IH). 8. 25-8. 48 (m. 2H). 8. 38 
( s . 1 H ) 
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immmi 9 e ) 

1- (3-7iJ-4, 6-i^7;l/:tD7x-;l/) - 8 
-7'd€--6. 7-v7;l/;i-o-l, 4-->tKo-4- 
+ V + y > - 3 - :^ ;l/ jfC > ®f : 

i^^U 1- (3-t e r t - ri- Jl^ t ^ -> ti ^ jl^ 
7 I y - 4 , 6-v7;u^u7x-;l/) - 8- 7'd^--6, 

- 3 - t ji^ t: ^ u - b ^ ^ fz li i)Ut mmm I o 3 tm 

it,^. :228-232'C 
'HNMR (de-DMSO) <J : 

7. 05 (t. J=8Hz. IH). 7. 43 (t. 
J=11H2. IH). 8. 43 (t, J=9Hz. 
IH). 8. 69 (s. IH) 

i^mm 1 9 7 ] 

7 - (3-TiyT-tff^-:; >-!->!' ;u) - i_ (3_ 

7 i y - 4 , G-i^yjUitnyj^^ji.) - 8-7'd€-6 
-7;U:tD-l, 4-vhKp-4-;i- + 7- 4^yi;>- 

3 - 7^7 ;^' > ®? : 

1- (3-T^y-4, 6-v7;U;J-D7x^;l/) - 8 
-7'n^--6. 4-vtKu-4- 
^ + V ^ y > - 3 - :^ > @? ;^ ffi l^ 13 ;{,^ H 2 i 7 
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it.^. :>2 0 6'C(^)^) 
'HNMR (de-DMSO) 5 ; 

3. 76 (brs. IH). 4. 07 (brs. 2H). 

4. 6 8 (brs. 2H), 5. 41 (s. 2H), 
6. 92 (t. J=8Hz. IH). 7. 38 (t. 
J = llHz, IH), 7. 90 (d. J = 14Hz. 
IH). 8. 46 (s. IH) 

i^mm 1 9 8 3 

^i- Jl^ l-C3-(N-t-7'h^.>^;P;f:-;l,_N 
-^^^UTW) - 4. 6 - 'J 7 jlt a y J, ju] - 8- 
^□D-6. 7-v;7;l^;*-D-4-;J-+v-l. 4 - t 

1. 40gO3-^Dn-2. 4. 5 - h V 7 ;U :t o /< 

>*/^'^^S@?a:^>^iXx;^*^^,S^^:J:oTft^L/c3 
-ih + >- 2- (3* - ^'DD-2' . 4' . 5' ~ h 
^) 7 JUt o K > V ^ Jl) 7 {7 ^} )[^:JL7.i- Jl^^t- 

L/w^pp;fwUi.^}BflOml{C, N - t - 7' i/ t 
- 4 , 6 - V 7 ;U p - m - 7 X - U > T ^ 

> ^ T L c © *^.t& t> ^, ;i o 
i^ffTtcs^L/Co cinic. 1. 4 g o^tK^®?^ >; 0 A 

<i:6mI0N. N-x^^;U;};;uat^ K^llD;tT90t 
■ClO^}tJs}JL/c.oa?^L/:0^,$t>{:i. 4g©^7j< 

^if;^7';':7A<t5. 0g®3't7fky5^;U;^;f,n;^X60'CT' 

2I^P^fl|J$L/Co 50ml©^ppt^;UA(i:500mI© 
I^S7jc^ilD;tT^^. oc^T^pp;^;^Al;$•, 5 0 0ml 
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^METlcglSLx 3 m I ©x^ y -;u^Jn;tX&g L/wo 

ICgfeoTx 1. 3 8 g ©^Efb-^^^^lf Aio 

Hb.^. : 1 9 2 - 1 9 4 t 
'HNMR(CDCl3)(5; 

1. 43 (t. J=7Hz. 3H). 1. 44 (s. 
9H). 3. 22 (s. 3H). 4. 41 (q. J 
= 7Hz. 2H). 7. 10 (t. J = 9Hz. IH). 
7. 38 (t. J=8H2. IH). 8. 34 (dd. 
J = 8Hz. lOHz. IH). 8. 58 (s. IH) 

inmm I 9 9 ) 

1- (3-;*i-JlTiJ-4. 6 - 'J y jl^t V y J. SI. ji.) 

X ^ 1 - [ 3 - ( N - t - 7' h ^ •> ^ ;}-C X ;U - N 

-y5^;UT$y) - 4, 6-v7;U;J-o7xx;U] - 8- 
7-v7;U;j-p-4-;l-+7-l. 4-i/t 
KD- + yi;>-3-:^;U;jf4..>^_f.l 26g^4ml 
O 4 M^iggf tg^KO^gjK (1:1, v/v) {IJD^T. 

^ ^ MJtSL L ^ ^ ^ y - ju , v>rv:/Df;ux- 
x>'U©JIS{ri5feoT8 9 0 m g (DUtS.it^'^'SrnfZo 
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ill! : 2 1 7 - 2 2 0 *C 
'HNMR (ds-DMSO) 6 ; 

2. 6 7 (d. J =5Hz. 3H) , 5. 9 5 (b r s. 
IH). 7. 06 (t. J=8Hz. IH). 7. 
45 (dd, J = 10Hz. 12Hz. IH). 8. 
41 (dd. J=9Hz, lOHz, IH). 8. 
7 2 ( S . 1 H ) 

immm 2 o o ] 

7 - ( 3 - T i y 7 ^ - JU) -1- (3_^^^py 
i / - 4 , 6-v7;l/^D7x-;l/) - 8- ^DD-6- 

- ij J\^^^ >Wi : 

1- ( B - / ^ Jl7 i y - 4 . 6-v7;b;rD7x-;U) 
-8-:J'DD-6, 7-->7;U;i-u-4-:f + V- l, 4 
-i?tKD- + y.J>-3-;!7;U;J-C>Kl50mg. 3- 
7 ^ y V > -Jgif:^ 1 1 0 m g . N - > ^ e d ij 

v>2 5 0mg^6 5 Omg©N. N - 'J / i- jl, ;u A 7 

i v\zm^. I mms ov-^mwLfzo o. 5mi©x^ 

'ry:/ne;Ux--f;U©jIi{igfeoT. ISOmgcD^IBfl: 

It : 2 0 9 - 2 1 2 t 
'HNMR (de-DMSO) 6 ; 

2. 68 (d. J=5Hz. 3H). 3. 69 (m. 
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IH) . 4. 0 2 (m. 2H) . 4 . 6 5 (m. 2 H) . 
5. 89 (brs. IH). 6. 96 (t. J = 8Hz. 
IH). 7. 40 (t. J=10Hz. IH), 7. 
88 (d. J=14Hz. IH). 8. 48 (S. 
1 H ) 

J^i- Jl 1- (3 - r i y - 4 . e-i^yjl7t-ay:r:- 
)^) - 6. 7-v7yU:i-D-8-yh + '>-l, 4-.>'t 
KD-4-;*-+7 + y U y - 3 - ij )V ^ -y v - V : 

J^^>'U 2. 4. 5-M;7;U;J-D-3-yh4^i>^> 
'/^ yUT -t -r - h 4 . 1 g (C|i7jcSt® 8 . 6ml. :t ;U h 
iiK h U xf-;U 3 . 2 m 1 *iin;t 2 I^KAnfiS^^, 

D;^;^AlOml^•^px.x O'Ct. N-A:>.:^;i,;j-4i,>3;, 
1. 8 1 g O ^ D o ;U A 1 0 m 1 ?gj!^^riT L > M ST- 
+ i^-> = 1 : 8) J:KinmLmzmm2. 4gcD7t>580mg 
ON. N-x>f-;P;f. ;UAT$ K4ml?gjBe^x iJ ^) 

^ 1 3 8mg*»D;t^ 1 0 0 V T 2 5 ^ mmWiy tz o S 
ti>jK«'7jc7)c«t'izaA L. SlSift {r7jc7jc. St S? ^ 5^ .'U ^ in ^ 
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M^, : 159-162'C 
'HNMR(CDCls)<5; 

1. 39 (t. J=7Hz. 3H). 3. 57 (s. 
3H). 4. 37 (q. J=7Hz. 2H). 6. 
84 (t. J=8Hz. IH). 7. 00 (t. J 
= 9Hz. IH). 8. 08 (t. J = 9Hz. IH). 
8 . 2 6 ( s . 1 H ) 

immm 2 o 23 

1- (3-7$y-4. 6-x7>>U;j-D7x~;U) - 6. 

^i-Jl 1- (3-7$y-4. 6-v;7;U^D7xJi 
>'U)-6. 7->f7;l/:tD-8-^|>^->-l. 4-vt 

M.^. : > 2 7 7 X: (^^m) 
'HNMR (de-DMSO) <5 ; 

3. 12 (s, 3H). 6. 71 (t. J=9Hz. 
IH). 7. 00 (t. J=10Hz. IH). 7. 
73 (t. J=9Hz. IH). 8. 20 (s. IH) 

inmm2 o 3 ] 
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7 - (s-T^yr-tf^v^^-i-^r^p) - i- (s- 

3 - 7(7 ;l/ > i? : 

1- {Z - T I J - A , 6-v?7;i/:^-p7x-;i/) - 6. 
7->'7;U;t-D-8-yh + >'-l, 4-v^hKD-4- 

x;l/4 m 1 \zmm^-^. 7K?^T= 7 <y -fk •:7 ^ x ^ x - 
T^^l'^f* 9 m 1 ^jD;t . 1 . 5 Bf Tb^ ^ L » S S 

3 - 7 T-tr ^ V > . 2 ig®?J^ 7 0 m g . h V x ^ ;U 
7i>0. 1 7mlO-:;y^;l/;^;U;};c|^.>Kljiilgi^;^ 
7 0tT'!tJ$L. ±l2®<t^tll OOmg^jdnx.. l^igT' 

2^F^tiJ$Lfco SJ;C^^3eir >'xf-;Ux--r;U;£.Jl];^^;;; y 

^ > 5 m 1 ^ in ^ - Bft :! iJit L . S t6 II x y - ;p ;^ 
®f**Z!lll?L. Illlfe^5^0^i2fb^«^3 4mg^?f/c, 

ill! : > 2 9 0 X: 
'HNMR (de-DMSO) 6 ; 

3- 11 (s. 3H). 3. 74-3. 89 (m. 
2H). 3. 90-4. 02 (m. IH). 4. 38 
- 4 . 4 8 (m. 2 H) . 5 . 3 6 (b r s . 2 H) . 
7. 14 (t. J=gHz. IH). 7. 30 (t. 
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J = 10Hz. IH). 7. 76 (d. J = 12Hz. 
IH). 8. 39 (s, IH) 

immm 204] 

8 - ^ a J3 - 6 . 7-'JyjUta-l - (2. 4. 6- 
hij7>>P;tD-3-j:.hP7x-;U) -1. 4-vtKo 

8 - ^ u u - 6 , 7-'jyj\/tv-l - (2, 4, 6- 
hU7;l/;i-D7x-;U) -1. 4-vtKo-4-;*-^V 
+ y U > - 3 - :^ >'U > ^ ffl l> la 3&^ (i H M 9 <!: m # 

It 1 5 7 - 1 5 9 r 
'HNMR(d6-DMSO)(5; 

8. 16 (t. J=llHz. IH). 8. 40 (t. 
J=9Hz. IH). 9. 06 (s. IH) 

i^mm 2 0 5 ) 

Jl 8 - i7 u u - 6 , - (2. 

4. 6-hU7;U:tD-3-^hP7x — ;U) -1, 4- 
vt Ko-4-;t-^7 + y U>-3-:^;U;f:+->lx - h : 
8-^PD-6. 7-->'7;U:tD-l - (2, 4, 6- 
h';7;i'^o-3--hD7x-yU) -1, 4-vtKo 
-,4-3t- + y + y'j>-3-:^;l/;tf>® (830mg) (C 
m<ti- :t ^ 2 m 1 ^in;t8 0"CT-Bft«JsfJU/Co 
»w7K?^Tx^y-;l/4m 1 ^v^o < *)<i:?gTL/c0^, g 
Cc^iKo^iB^*®* LtffJiJ L/i@f**zSSl L^ieft-^J^ 3 1 Omg 
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Si : 1 6 7 - 1 6 9 

'HNMR (CDC 1,) 5 ; 

1. 41 (t. J=7Hz. 3H). 4. 41 (q. 
J = 7Hz. 2H), 7. 19 (t. J = 9Hz. 
IH). 8. 22 (s. IH). 8. 35 (t. J 
= 9 H z , 1 H ) 

:mmm2 o e ) 

J.^ Jl 8 - ^7 a n - 6 , 7-'JyjU7tv-l - (2, 
4. 6-hU7;U;tD-3-:^>/U^;UTiy7x^;l/) - 

1. 4-vh KD-4-;}- + 7 + y U>-3-:^;l/;^"^>' 

U - h : . 

8-^DD-6. 7-y7;l/:tn-l - (2. 
4. 6-hij7;U;i-o-3-^hn7x-:i;U)-l, 4- 
v t K D - 4 - 4^ V 4^ y U > - 3 - 557 ;U + •> U - h ^ 

ill * : 1 9 7 - 1 9 9 t 
C H ife 2 0 7 ) 

1- (3-T^y-2. 4. 6-^U7;^7^^7x^;^) 
-8-^DD-6. 7-->'7;U;i-D-l. 4-vtKn- 
4 - :t + y 4^ y >; > - 3 _ ^ . 

if-yU S-i^'PD-e, 7-v?7yU;J-D-l - (2, 
4, 6-h'j7;U:tD-3-;n;U^;l/7iy7x-;l/) - 
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1 . 4 - i> t K p - 4 - ^ y + y ij > _ 3 _ ^ ^ 

'HNMR (de-DMSO) 6 ; 

5. 57 (brs, 2H). 7. 42 (t. J = llHz. 
IH). 8. 40 (t. J=9Hz. IH). 8. 
9 1 ( s , 1 H ) 

i^mm 2 0 8 ) 

7 - (3-TWT-l?^v;>-l-^;l.) - i_ (3. 
T i y - 2 . 4, 6-h'J7;U;i-D7x^;U) - 8- :?d 
D-6-7;U;*-D-i, 4--:^tKD-4-:t4^y + yi; 
>-3-:^;l/;J;>gf: 

1- ( S - T i J - 2 . 4. 6-^U7;P;t-p7xJ^;U) 
-8-^Do-6, 7 - 7 ;l/ 4-.;;tKD- 
4 - :j- + V + y U > - 3 - ^ ;U > K ^ ^ ^^ (3 ,i 

M.^. : > 2 9 0 V 
'HNMR(ds-DMS0)5; 

3. 77-3. 86 (m. IH). 4. 15-4. 
2 7 (m. 2 H) . 4 . 6 4 - 4. 7 5 (m. 1 H) . 
5. 5 2 (brs. 2H) , 7. 3 8 (t. J = 1 OHz. 
IH). 7. 91 (d. J=13Hz. IH). 8. 
6 6 ( s . 1 H ) 
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immm2 o 9 ] 

xf-;l/ 1- a 3 - ^ > 'J JU :t ^ -> ij - T i y - 
4, 6-v7;U;rD7i-;U) - 6- ^arD-7, 8-v 

7;U;fD-l, 4-v^tKD-4-;r + V + y'J>-3- 
ij Jf- •/ u - h : 

x-?^;L/ 5-^dp-2. 3. 4 - h ^) y )U :t o K > V 
^ J\^T 7- - V ^ 3 - K y 'J )\^ :t ^ i/ ij JV if. - j\, - 2 , 4 
- 7 ;U :r n - m - 7 X X U > T ^ > ^ ffl !,> 15 (i H 

j|!tl*:204-205*C 
'HNMR (CDC I3) 8 ; 

1. 39 (t. J=7Hz. 3H). 4. 38 (q. 
J-7Hz, 2H). 7. 02 (brs. IH). 
7. 11 (t. J = 10Hz. IH). 7. 39 (s. 
5H), 8. 28 (s. IH). 8. 35-8. 50 
( m . 2 H ) 
( H ^ij 2 1 0 ) 
1- (3-7^7-4, 6-v?7;U>i-07x — ^U) - 6 
-^Du-7. 8-v7;l/;i-p-l. 4--:/tKo-4- 
:t4^V + y ';>-3-:^yUt:>®f: 

i 5^ ;U 1 - {3 - K:y )Vt ^ ti ^ )VT I J - 
4. 6--:^7;U:*-p7xj:^;I/) - 6- :^dd-7. 8->' 
7;U;f-D-l, 4-vhKp-4-:t+7 4^y'j>-3- 

* ;u 4^ •> L/ - h ^ ffl l^ /c (3 *^ n 1 0 z tmm\^L 
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16.^: 276-278"C 
'HNMR(d8-DMSO)(5: 

7. 15 (t. J=9Hz. IH). 7. 45 (t. 
J=llHz. IH), 8. 38 (d. J=8Hz. 
IH). 8. 73 (s. IH) 

immm 2 i i ] 

1- (3-Tiy/-4, 6-v7 □ 7 X ^ ;U ) - 7 
- C(3S) - 3- T^yt'D'J-;>-i-^;U] _6- 
^□o-8-7 7l/;fo-l. 4-vtKD-4-;f+y + 
/ > - 3 - ^ ;U > gf : 

1~ (3-T = >'-4. 6-v7;U;t-D7i^;l/) - 6 
-:J'OD-7. 8-v7;U;fD-l. 4--:/bKD-4- 
:r + y + y U > - 3 - yU :1-C> ^ c^ /c (5 ^M^J 6 0 

ili*:>24 0'C(^|?) 
'HNMR (de-DMSO) d ; 

1. 51-1. 68 (m. IH). 1. 88-2. 
04 (m. IH), 5. 44 (brs. 2H). 7. 
09 (t.J=8Hz. IH). 7. 39 (t. J 
=llHz. IH). 8. 05 (s, IH). 8. 
4 8 ( s , 1 H ) 

immm 2 i 2 ) 
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7 - ( 3 - 7 i y T € i- if > - 1 - ^ JU) -1- (3- 
7 i y - 4 . 6-v7;U;t-a7x^;U) - 6- :^dd-8 
- y Jl^:t a - 1 . 4-v^tKD-4-;!-^V + yU>-3 

1- (3-7iy-4. 6-'Jyjl7toyj, — - 6 
-:J'nn-7. 8->?7;U:fn-l. 4->'bKD-4- 
+ y y >-3-:;!7;P:H>®f. 3-Ti yT-t?"^v> 

~mmm'^mi^tziii)^itmmm 6 o 1 ic u x ie -ri: 

ife ^ o 

: ^nfea^^ 

iHl * : 1 9 0 - 1 9 3 t 
'HNMR (ds-DMSO) 6 ; 

3. 65-3. 77 (m. IH). 3. 97-4. 
10 (m. 2H), 4. 52-4. 68 (m. 2H). 
5. 44 (brs. 2H). 7. 07 (t. J = 8Hz. 
1 H) . 7 . 3 8 ( t , J = 1 1 H z . 1 H) . 7 . 
96(s. IH). 8. 45(s. IH) 

[mmm2 i 3 ] 

-5--hnyj,-ji) - 6, 7-'Jyjl:ta-l, 4- 
vt KD-4-^+7 + y U >-3-;^;;U*'^->u - h : 
J^f-yl/ 8-^an-l - (4-:5^DD-2-7;l/:j-D 
7i^;l/) - 6, 7-x7yU;*-D-l, 4-->'tKD-4 
- + V + y ij > - 3 - 7^ ;P ;K + •> U - h ^ ffl (,^ (3 *^ (i 
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: U^^^ 
: 206-208^ 
'HNMR (CDC 1,) 6 ; 

1. 40 (t, J = 7Hz, 3H). 4. 40 (q 
J=7H2. 2H). 7. 57 (d, J = 9H2 
IH). 8. 16 (d. J=7Hz. IH). 8 
30 (s. IH). 8. 34 (t. J=10H2 
1 H) 
l^Mm 2 1 4 ] 
if-yU 8-:^Dn-l - (4-^OD-6-7;U;t 
-3-;n;l/ = ;l.TW7x-;U) - 6. 7 - y ji, yt a 
1. 4-vtKD-4-;^- + v^y>J>-3_;!;;^;^r^ 
U - h : 

-5--hay:^s:.jU) - 6. 7-v7;l/;t-D-i. 4 
t K D - 4 - + y + y .j > - 3 - t?; ;U ;^: + u - |. 

St.#, : 2 4 1 - 2 4 4 'C 
( H M 2 1 5 ) 

1- (3-7iy-4-^DD-6-7;l';i-D7x-;P) 

-8-^'DD-6, 7--:;7;u;fD-i. 4-e;tKD- 
4 - :t ^ y ^ y ') > - 3 - ij ju t: >m : 

)V 8-:7PD-l-(4-:J^DD-6-7;U;tD 
- 3 - ^ 7 i y 7 ^ ^ ;p ) _ g ^ 1 - 'Jy )it o - 
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1. 4 - i? t b'a-4-:t=¥V^y 'j > - 3 - ij Jl t> ^ 
\y - h * ffl t> « *^ li H Jl 0ij 1 ^ t^^\Z\.X^^{t^^ 

5 Sfc.^. :255-258'C 

'HNMR (de-DMSO) 6 ; 

7. 08 (d. J=7Hz. IH). 7. 55 (d. 
J=10Hz. IH). 8. 40 (t. J=9Hz. 
lH).8.70(s.lH) 
10 C H ife «»J 2 1 6 ] 

7 - (3-T$y74f^>?>-l--r;U) -1- (3- 
7W-4-^Do-6-7>'U;i-D7x — - 8- ^d 
n-6-7;U;l-o-l, 4-v'hKD-4-;j-4^V + yU 
> - 3 - :^ ;U sJ-C > if : 

15 1- (3-TW-4-^'DD-6-7;U;*-D7x — ;U) 
-8-:J^DD-6. 7-v7;U;tD-l, 4-vhKD- 
4-:t + V + y U >-3-?!7;l/*'>if^ 3-T$ J 7 M ^ 

f I: * ^# „ 

20 ttt^ : 

li.^. : > 2 9 0 
'HNMR (de-DMSO) 8 \ 

3. 66-3.79 (m. IH). 4. 00-4. 
15 (m. 2H). 4. 60-4. 74 (m. 2H). 
25 5. 61 (brs. 2H). 7. 00(d, J = 10Hz. 
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IH). 7. 50 (d. J=10Hz, IH). 7. 
87 (d, J = 14H2. IH) 

tmmm 217) 

-7;l/:*-p-2-yh4^->7x^yU)-6. 7->'7;U;j- 

n-1. 4 - 'J t KD-4-;J-^v + y .j>_3_^^l,^; 
^ •> U - h : 

if-;U 3 - ^ a a - 2 , 4. 5-hU7;l/;i-oA:>y 

- 7 ;U D - 2 - > H + •> 7 ~ U > ^ ffl If {i 1^ 
1 0 2 tmmiZ iXMB^t^i^^mfz, 

ilt.^^. : 184-1 Sg'C 
'HNMR (CDCI3) S ; 

1. 39 (t. J=7H2. 3H). 3. 64 (s. 
3H), 4. 39 (q. J=7Hz. 2H). 6. 
05 (brs. IH). 7. 06 (t. J=8Hz. 
IH). 7. 21-7. 29 (m. IH), 8. 31 
- 8 . 4 0 (m. 2 H) 

[mmm2 i s ] 

1- (3-TW-4-7;U;*-n-2-yh + '>7x^ 
^l') - 6, 7-v7 7U;tn-l. 4-->'tKn-4-:=}- + 
V + y U > - 3 - :^ ;l/ ;K > ^ : 

i^-'l' 1- (. 3 - t - y h =^ i/ ij JU ^ 7 i y - 4 
-7;U7»-D-2-yh^->7x^;b)-6. 7--:;7;U;t- 
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p-1. Ko-4-;4- + 7 + y'J>-3-*yl/:t-: 

+ •> u - h ^mi^^fziitui^mmi o 3 <j: i^^ n u x 

ill.ir : 2 0 3 - 2 1 5 (^P) 
'HNMR(d6-DMSO)5; 

3. 43 (s. 3H). 6. 78-6. 90 (m. 
IH). 7. 08 (t. J=8Hz. IH). 8. 
42 (t. J = 7Hz. IH), 8. 6 1 (s. IH) 

immm2 i 9 ) 

7 - (3-7W7-tff^v^>-l--r;l/) -1- (3- 
Ti>f-4-yjUta-2- / h + ->7x-;U) - 6- 7 
Jit V - I , 4 - 'J t ^} > - 3 - ij 

1- (3-7-7-4-7 ;U;fD-2-> h + v7x- 

;U ) - 6 , 7 - 7 ;U ;4- p - 1 , 4 - t K d - 4 - + 
V + >''j>-3-7:7;L';J-C>g?, 3-7^y7-tff-v^> - Jg 

N - / ^ Jl t' a -y > ^ ^ fz 13: mm m 1 17 

16 : > 1 7 9 t: ( ^ «? ) 
'HNMR (ds-DMSO) 6 ; 

3. 42 (s. 3H). 3.96-4. 13 (m, 
2H). 4. 55-4. 72 (m. 2H). 5. 40 
(brs. 2H). 6. 71-6. 83 (m. IH). 
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7. 03 (t, J = 7Hz. IH). 7. 88 (d. 
J=14Hz. IH). 8. 39 (s. IH) 
C H M «»J 2 2 0 ] 
^f-J^ 6. 7. 8-h'J^DD-l - (3-^>v;;U 
:t + •> ^l; ;U - 7 ^ y - 4 . 6 - v? 7 jj- d 7 x ^ ;U ) 
-1. 4-vt KD-4-;t + v4^yU>-3-:^7U;JC^ 
V U - h : 

if->'P 2, 3. 4, 5-7-h'7^aaK>V-(JUT-b 
7- - h t s 3 - 0 t ^ i/ ti JU j\, - 2 , 4 - i/ y 
>'P:*-n-m-7x^U>v;7$ > ^ ffi l> /cli li HJg 1 0 2 

iil.^. :128-129'C 
'HNMRCCDCDd; 

1 . 4 0 ( t . J = 7 H z . 3 H) . 4 . 4 0 ( q . 
J = 7 H z. 2 H) . 7. 0 3-7. 14 (m. 2 H) . 
7. 40 (s. 5H). 8. 27 (s. IH). 8. 
6 0 ( s . 1 H) 

^ ~ (3-7^^-4, 6-->-7;l/;*-D7x^;l/) - 6. 
7. 8-hU^Dn-l. 4-vtKD-4-;t + V + y 
V > - 3 - * ;fC > @? : 

^^>'l' 6.7,8-^U^^D-l-(3-^>.:;^^ 
^4-i/*yUpK^;UT^y-4, 6-v7;U;fD7x^yP) 

-1. 4--:;tKD-4-:t+v + yij>-3-^;U;}; + 
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•> L/ - h * ffl {3 *^ li H m ««J 1 0 3 «t PI ^ JC L T ^ E <b 

H.^, : 251-252'C 
'HNMR (de-DMSO) 5 : 

7. 01 (t. J=8Hz, IH). 7. 41 (t. 
J=10Hz. IH). 8. 52 (s. IH). 8. 
6 6 ( s . 1 H ) 

[mmm2 2 2] 

x^;l/ 1- (3-7^^-4. 6->'7;U:l-n7x- 
;u) - 6. 7-v7;U:i-D-8-/^;U-l. 4-vtK 
D-4-;j-^7 + y'J>-3-*>'U;^*4^->t'-h : 

2. 4. 5-^'J7/U/t-p-3-yf-;u^>y 
>r ;U 7 -tr -r - h ^ ffl 13 (i H M «?"J 2 0 1 <b # C L T 

Ht : 2 2 1 - 2 2 3 •€ 
'HNMR (CDC U) (5 ; 

1. 3 8 (t. J=7Hz. 3H), 1. 85 (s. 
3H). 3. 98 (brs. 2H). 4. 37 (q. 
J=7Hz. 2H). 6. 81 (t. J = 8Hz. 
IH). 7. 02 (t. J=10Hz. IH), 8. 
19 (t, J=IOHz,lH). 8. 32 (s. 
1 H ) 

immm2 2 s) 
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1- i3-Tiy-4, 6->-7;l/;J-p7x^y|/) - 6. 

+ y + y 'J > - 3 - 7^7 ;i/ > : 

^i-Jl^ 1- (3-7W-4. 6-v^7>rU;fD7x 
VU) - 6. 7-i;yjl.tv-8-jt^ju-l, 4 - i; t 
P - 4 - ;t + y + y > - 3 - :^ ;^ + .> _ f> ^ ffl l> 

Hi*: 264-267*C 
'HNMR (de-DMSO) 6 ; 

1. 86 (d. J=3Hz. IH). 7. 12 (t. 

J=8Hz. 1 H) . 7. 4 7 ( t . J = 1 1 H z. 

IH). 8. 25 (t. J=9Hz. IH). 8. 

6 9 ( s . 1 H ) 
C ^ ife «»J 2 2 4 ] 

1- (3-T^y-4, 6-v7;U;j-P7x-;b) - 7 

- (3--7^yy^;l.-3-t Ko4^->7-t'f-.:;>_i_ 

^-'*'^V + y«J>-3-^;U:f;>i?: 

1- (3-7$y-4, e - 'J y ju t a 7 j: ^ ji,) - g 
-^PD-6. 7--;7;U;rp-l. 4-->'hKp-4- 
^+y + y V >-3-:^;U;K>Ki:3-7^ yy^;u-3 

- t K D + •> T -t'^^ > -^gfjg t K 'J i ^ 7U7 < > ^ffi 
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ail * : > 2 0 9 i^m) 
'HNMR (d.-DMSO) 6 ; 

2. 83 (brs. 2H). 4. 2 1 (brs. 2H), 
4. 52 (brs. 2H). 5. 42 (brs. 2H). 
6. 90-7. 10 (m. IH). 7. 36 (t. 
IH). 7. 85 (d, J=14. 5Hz. IH). 
8 . 3 9 ( s . 1 H ) 

1- (3-Tiy-4, 6-v^7;U;J-D7x~yl/) - 7 
- (3-T^>'/f-;U7-br^>'>-l-'r;U) - 8- ^P 
D-6-7;U:*-D-l, 4-vtKn-4-;*-+7 + y'j 
>-3-:^;U*'>®?: 

1- (3-T$y-4. 6--:^7;U:ta7a:-yU) - 8 
-iJ'DD-e. 7-v7>'U;*-D-l, 4-vtKn-4- 

^+V + y U >-3-*;U;i-:>®?<!:3-7^yy^;UT-tf 

1 1 7 tmmiZ lXW,U<t'^^'S:'i%fZo 

ffi! : > 2 1 7 ( ^ ^P? ) 
'HNMR (de-DMSO+d-TFA) 6 ; 

2. 89 (brs, IH). 3. 11 (brs. 2H). 
4. 29 (brs. 2H). 4. 58 (brs. 2H). 
6. 90-7. 05 (m. IH). 7. 36 (t. 
IH). 7. 90 (d. J=13Hz. IH). 8. 
4 6 ( s , 1 H ) 
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lumm 2 2 6 ] 

1- (3-7'y-4, 6-c;7>'U:tD7i^;l/) - 8 

>'l') - 6- 7 ;l/ 4-i;tKD-4-;f+v4:y 
'>> > - 3 - ;U > @f : 

1- (3-7^y-4. 6-'Jyjl7tayj,sLji) - g 
- ^ n D - 6 . 7-v7;^;^D-l. 4-v^hKo-4- 
^ ^ y'f' V > - 3 - :^ jUt: >m t 3 - ^ ^ jU r = J T 

^ > -^mm t h 'J JL ^ 7 I > ^ ^ C^ (5 ;&^ (i , H 

Mt : > 2 5 6 "C ( ) 
'HNMR (de-DMSO) 6 ; 

2. 0 7 (s. 6H) . 3. 0 3 (b r s. 1 H) . 

4. 2 3 (b r s. 2H) . 4. 5 4 (b r s. 2H) . 

5. 4 1 (b r s. 2H) . 6. 9 8 (t. J =8Hz. 
1 H) . 7 . 3 7 ( t . J = 1 1 H z . 1 H) . 7 . 
8 7 Cd. J = 1 3 H z. 1 H) . 8. 4 5 (s. 
1 H ) 

inmm 2 2 7 ) 

1- (3-TW-4, 6-x7;U;*-p7i^;U) - 7 

- ( 3 - 7 ^ y ^ f- t' □ 'J V > - 1 - ^' ;p ) _ 8 - ^ o 
0-6-7 >'U;tD-l, 4-v;hKp-4-;4-4^7 4^yij 
>-3-:^;U;K>®?: 

1~ (3-7$y-4. 6-•>'7y^;^u7xJly^) - 8 
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-^□0-6. 4-i^hKD-4- 
ii- ^ y jf. y \) - 3 - iJ Ji^ >Wi t 3 - T i y>^>'Uh'D 

'J > -mwi^ t h 'J i ^ ;i/ T i > ^m^^fzj^it. mMm 
1 1 7 t^m\z bxmts.<t^m^ntzo 

m.^, : I S 3 . 0-185. 5V 
'HNMR (de-DMSO) 6 ; 

1. 50-1. 80 (br. IH). 1. 85-2. 
10 (br. IH). 2. 35-2. 60 (m, IH). 

2. 80 (brs, 2H). 3. 00-3. 65 (m. 
4H), 5. 45 (brs. 2H), 6. 90-7. 
05 (m. IH), 7. 35 (t, IH). 7. 96d 
(d. J=12Hz. IH). 8. 55 (s.lH) 

immm2 2 s ) 

1- (3-7iy-4, 6-v;7;U^a7x-;U) - 8 
_ /7 D D - 7 - ( 3 - t K D + V :^ ;U - ;U T ^ > - 

1- (3-T^y-4, 6-v7;U;i-D7x-;U) - 8 
-:J^Da-6. 7-v'7;U:rD-l, 4-v^tKD-4- 
;j-4^y + y ij >-3-;^>'U'h>>K(i:T-tf^v^>-3-:^>'P 
Jf' >m^Wi^t h ^ > ^fflt,^/cflb(i^ HM^'J 1 1 7 

M.^, : 2 2 7 . 0-231. 0^ 
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'HNMR (d.-DMSO) 6 ; 

3. 25-3. 60 (m. IH), 4. 50 (brs. 

2H) . 4. 6 6 (b r s. 2H) . 5. 4 2 (b r s. 
2H). 6. 96 (t. J = 8Hz, IH), 7. 
37 (t. J=10Hz. IH). 7. 89 (d, 
J=13. 7Hz. IH). 8. 46 (s. IH) 
C HJfe 2 2 9 ) 

- (3-7^/-4, 6-->'7;l';fD7i-;l/) - 6- 7 
Jit u - 1 , 4-->tKD-4-;t + 7- l. 8-:>-7f- 
> - 3 - ij Jl : 

1- (3-TW-4. 6-v;7;U;j-D7x-;l/) - 7 
-iJ'nD-6-7;U:tD-l. 4--;hKD-4-;i- + v 
-1. S - i- 7 ^ ^) :y - s - t Jit: >m t 3 - 7 -t: ^ Jl 

It*: 289. 0-295. 0*C 
'HNMR (de-DMSO) 6 ; 

1. 81 (s. 3H). 3. 60-4. 90 (m. 

5H), 5. 35 (brs, 2H), 6. 94 (t. 

IH). 7. 35 (t. J=10Hz. IH), 8. 

0 6 (d, J = 1 0 Hz. 1 H) , 8. 5 4 (brs. 

IH). 8. 69 (s. IH) 
i^Mm 2 3 0 ) 
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1- (3-Tiy-A, 6->'7;U;fD7i-;U) - 7 
-((IR. 4R)-2. 5-xT1ft"->^^D[2. 2. 
1] ^■:f^>-2->(Jl) - 6- yjUyta-l, 4 - t 
KD-4-:t + 7- l. 8-f-7^V>'>-3-^;l/:K> 
5 : 

1- (3-Tiy-4. 6-v7;l/;rn7x^;l/) - 7 
-:^'DD-6-7;U:rn-l, 4-vhKa-4-;j- + 7 
-1, 8-:h7f-'Jv>-3-5!7;U;K>®?<i: (IR. 4R) 
-2. 5-x71fb-->i?a [2. 2.1] ^y:?>i:Jeer 
10 h 'J i ;U 7 ^ > ^ ffl C Wc (3 *^ {i , H 1 1 7 tm 

ilt * : > 2 8 4 ^ ( ^ ) 
'HNMR (ds-DMSO+d-TFA) <5: 
15 1.90(d. J = 11H2.1H).2. ll(d. 

J=llHz. IH). 3. 15-3. 90 (m. 
5H). 4. 45 (s, IH). 5. 20-6. 10 
(br. 2H). 6. 98 (t. IH), 7. 36 
(t. J=10Hz. IH). 8. 18 (d. J= 
20 12Hz.lH).8.76(s.lH).9.15 
-9. 30 (br, 2H) 

immm 2 s i d 

1- (3-7^y-4. 6-v7>'U;^-D7x — ;U) - 8 
- ^ a n - 7 - (3. 7-v7-rk'->^D [3. 3. 0] 
25 :t^^>-3-^Jl) - e- yj\/tn-l, 4 - 'J t a 
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1- (4-7^^-4. 6-'yyj\^7tnyj,-ji) - 8 
-:^DO-6, 7-':^7;U^D-l. 4-v?tKD-4- 
:*- + V + yU>'-3-?!7;P;Jf>Kl 00mgi3 - t-r 
h 4- ;^ ;U - ;U - 3 . 7 - 7 1f h" -> o [ 3 . 3 . 0 ] 
t i7 ^ y 1 04mg. h'Ji^;U7^ >1 5 Omg^T-tr 
f* - h JU 3 m 1 {C?g)i?L^ 8 OtTSI^r^JtJ^L/Co m 
^^^METC®*L/Co i^np;^;l/i.3 Om 1 TlfttbL^o 
W^1^3%:;'i>gj7jc^gj^2 Om 1 T^5fe^L/Co 

4 N^i?/e;;j- + -!^->5m 1 ^ ^ X V 2 m m mw L 

f^xmit-^^^Xh^Lfz. m^^n%om^S.it^«6a'^ 1 2 Omg 

Hi 199. 5-204. O'C 
'HNMR (de-DMSO) <5 ; 

2. 85-3. 10 (m. 4H). 3. 30-3. 
7 0 (m. 6 H) . 7. 0 2 ( t . J = 8 H z. 1 H) . 
7- 41 (t. J=10Hz. IH). 8. 08 (d. 
J=12. 5Hz. IH). 8. 59 (s, IH). 
9. 13 (b r s. 1 H) , 9. 2 6 (b r s. 1 H) 

inmm2 z 2 ) 

1- (3-T^y-4, 6-•>•7;^;^P7x^;^) - 7 
- (3. 7--:^7-!ff->^D [3. 3. 0] ;f^^>-3 
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-1. 8 - y i- ^) 'J > - 3 - ij JU >m 

1- (3-Tiy-4, 6--:^7;l/:ro7x^;b) - 7 
-^DD-6-7;U;rD-l. 4-v^hKD-4-;*-+V 

-1. 8-i-y^i)'j>-3-ijjuyf. >mt3-t-y\^ 

^ ij Jl - 3 . 7 - 7 If t" -> ^ o [ 3 . 3 . 0 ] 

il!.^. :203. 0-208. OX: 
'HNMR (de-DMSO) <5 ; 

3. 06 (brs. 4H). 3. 36 (brs. 2H). 
3. 40-3. 90 (m. 4H). 7. 12 (t. 
IH). 7. 42 (t, J=llz, IH). 8. 
09 (d. J=13Hz. IH). 8. 72 (s. 
1 H ) , 9 . 4 6 ( b r s , 2 H ) 

{mmm 2 3 3 ) 

1- (3-7^y-4. 6--:?7;i/3fD7i~;u) - 7 

-(3. 7-v?71fk-->^n[3. 3. 0];J-^:^>-3 
-'TyU) - 6- 7;U:tD-l, 4-vtKP-4-:f + y 
+ y'J>-3-:^;U:J;>@? Jggflg: 

1- (3-7^y-4. Q-'Jy}]/:^uyj.-)\,) - 6. 
7-x7yU:j-p-l, 4-v?t KD-4-:i-+V + y 
-3-:^;^;^'>g?<i:3 - t - yh + ->^;l/;f:j:i;U-3. 7 
- 7 if f .> ^ D [3. 3. 0] ^ >^ffl^^-5 
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2 3 1 tmm\zLxm^<t^!^^nfzo 

life 221-224. 5'C 
'HNMR (ds-DMSO) 6 ; 

2. 95-3. 20 (m. 4H). 3. 25-3. 
65 (m. 6H). 6. 06 (d. IH). 7. 12 
^ * ■ 1 H) . 7. 5 3 ( t . 1 H) . 7. 9 1 (d. 
J = 1 4 H 2. 1 H) . 8. 6 7 (s. 1 H) . 9. 
30-9. 70 (br. 2H) 

i^mm2 3 4 ] 

1- (3-7W-4. 6-v^7;U;i-D7x-yl/) - 7 

- (3-7$yx5^;l.7-t?f-v?>-l-^;P) - S- ^^d 
D-6-7;U;i-D-l. 4-vbKD-4-;f+y + y.j 

1- (3-TW-4. 6-v;7yU;j-D7xx;l.) - 8 

- ^ D D - 6 . 7 - v>- 7 ;U ;j- D - 1 , 4 - t K D - 4 - 
:t 4^ V 4^ y > - 3 _ ^ ^ ^ 3 _ ^ _ ^. ^ ^ ^ ^ 

+C ^ T ^ y i ;U 7 -tf ^ > i MJ X 5^ ;|. 7 « > ffi 
^^fteti. ^Ji«aj2 3 1 i|^^(cS££:$li-/c. Ilte«^(i4 N 

ife : 1 4 0 . 0-141. 5 
'HNMR (ds-DMSO) d ; 

1. 80-1. 95 (m. 2H). 2. 60-2. 
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85 (m, 3H). 4. 14 (brs. 2H). 4. 
57 (brs. 2H), 6. 95 (dd. J = 7H2, 
J = 9Hz. IH). 7. 36 (t. J = 11H2. 
IH). 7. 70 (brs, 3H). 7. 87 (d, 
J=13. 5Hz. IH). 8. 45 (s. IH) 
C H 2i «?IJ 2 3 5 1 
5-'<>>f;L';j-+'>-l - (3-^>v;;l/;f^->;^;;P;fC 
^JUTi/-4, 6-v?7;U:tD7x-;l/) - 6. 7. 8 
-h^}y;Utv-l, 4 - 'J t a - 4 - yt ^ V ^ y > 

6-<>v;U;f + ->-2. 3. 4. 5-7^^^ 

^>'l^0. 75ml. USTKg^ifO. 85ml^l30'C-Cl 

1 0 m 1 ^ j!jO ^ o ^ Z IZ N - ^ > j\/ yt ^ iy i7 J\/ 7f. — ju 
-2. 4-v7>'l/:t-m-7i^U>vT$>0. 8g^ 
1ID;IT. ^iST 2 f^FII«ltJ^ t /Co ^«E*^^ETirS* L/Co 
Ctl<£-N. N-v^>^;l/;}-wt/ATi K3mlll^)i?L/:o 

^®?:7'Jt7AO. 4 1 g^iiD^Ti 0 0 1 0 ^mw L 

A5 0mlT}ftaiL/Co W^M^ISfa:t^7jcTi5fe^L. 5!i 
S?^ r ;^ v"^ A T^jg L /c o M£ET{:S5fe L /Co mm^ij 

2 0/ i){rftt/Co3J^fe/ft4^ife©±IB<l:'^«^^l. 4g 
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'HNMR(CDCl3)(y; 

1. 3 7 (t. J = 7H2. 3H) . 4. 3 8 (t. 
J = 7Hz. 2H) . 5. 2 1 (s. IH) . 5. 
2 6 ( s . 1 H) . 7. 0 1 ( s . 1 H) . 7. 0 8 
(t. J=10Hz. IH), 7. 25-7. 55 
(b r s. 8H) . 7. 5 5 - 7. 6 5 (m. 2H) . 
8. 14 (s. IH). 8. 40 (brs. IH) 

i^mm 2 3 6 ) 

1- ( 3 - T i y - 4 , e - y ji^yt n y ^ ju) - 5 
-tKD + -/-6. 7. 8-M;7;1/;J-d-1. 4--:;t 
K P - 4 - ;f + V 4- y y - 2 - ij Jl. > Wt : 

^ii^J 2 3 5 T^fijc L /cfb^% 1 . 3g^gti^8ml. 
6 N -^K 1 0 m 1 jD;t 1 0 0 T 4 1^ ft L /c » 

lfi.'S:>278. 0*C(^^) 
'HNMR (de-DMSO) 6 ; 

5. 47 (brs. 2H). 7. 08 (dd. J 

=8Hz. J=9Hz. IH). 7. 41 (dd. 

J=10Hz. J=iiHz. IH). 8. 59 

( s . 1 H ) 
C ^ Jlii 2 3 7 ] 
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1- (3-7$y-4. 6-v7;l/:j-o7x^;l/) - 7 

1- (3-T^y-4, 6-v^7;U:tD7x-;U) - 5 
-tKp^->-6. 7. 8-MJ7>'U;i-D-l. 4-v;t 
Ko-4-Jl-4^7 + y U >-3-7:7yl/;}f>^<i:3-T£ / 

la* : > 2 6 1 t (^1?) 
'HNMR (de-DMSO+d-TFA) 5 ; 

3. 93 (brs, IH). 4. 14 (brs. 2H). 

4. 48 (brs, 2H). 5. 43 (brs. 2H). 
7. 04 (t. IH). 7. 36 (t. J=10Hz. 
IH). 8. 36 (s. IH) 

B:^<t^mm^^mm^ (chemotherapy. 
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